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x^t-;H 6. 8 2 g*f#fc„ 
mp 66-68 °C 

b) ^ith^Al. 2 g?r^l?bfcte7j<x^y-;U 
lOOmlK, allrf#fc (2 - T-fe^JF- 4 - y'Ut 
7 *^is$EM 6. 8g£JJD 

JUL. x^;Fx^-rJFiCTjaaj, W«B**Sfc« 

x ^ j - )wm ^tmm^m$m^m<D 

^?;i'-2-<> , /77>*;i'^>| i?;nxfJi 

5 . 3g 

mp 9 6 -9 7 °C 

1 H-NMR(CDC1 3 ) 5- : 1. 44 (3H, t, J 
= 8 Hz ) , 2. 5 4 (3 H, s), 4. 4 5 (2 H, 
q, J = 8Hz), 7. 4 3 (2 H) , 7. 73(1 
H, s ) 

c ) HMSTN - J 3MF- 2 - fP 'J F > 4 0 m 1 
4 1 , bifri#fc5 -^P^e-3 -y?;F- 2 -^zy^/v 

9g, is7>itWs 

— fl5j2 . 0 gSO i M^S©^il5) ; Sr?SS2 0 0 °C"C6 B$ 

Lfc 0 ^it^PK x5-jFxXT-;Frffi[iiLfc 0 W«H 
|g«L. 7lffiLTlfittLfc$SJI,£^]ftT&t<!: 
KJ;D, ^Wfe©5 -Zs7S- 3 2 
7v>A;JF^'>K x^;FiX-rJF3 . 1 6 g^f#fc„ 
mp 1 5 6- 1 5 8 °C 

1 H-NMR(CDC1 3 ) 5-: 1. 45 (3H, t, J 
= 8 Hz ) , 2. 6 0 (3 H, s), 4. 4 5 (2 H, 
q, J = 8Hz), 7. 67 (2H), 7. 99(1 
H, s ) 



(11) 



19 

d) cm^ntcb -z/T y - 3 - Jf-ii- 2 --<yvy 

U^rF7bF 

47Kffl^2. 1 /KMt^^*^ h 'J-?AO. 63g 
R^JWKMORBWc*^ F y^tSilt 1 8H#H^S 
rBK* Ufc 0 Etc, a^ffc^;W^A • 4*flfgj2. 1 
**ft*^*^ F 'J^AO. 6 3 g^iltJDL 1 8 

^**PP*^A*JHH*^i-S"&^y***JV*9A 

-3-^W-5-^/77>W^Fy;H, 9 
6 s ^Ufc Q 

1 H - NMR (CDC1J 5:1. 8 (1H, br) , 
2. 28 (3H. s ) , 4. 78 (2H, s ) , 7. 5 
2 (2H) , 7, 8 2 ( 1 H, s ) 

e) dJir1#/c2-b -J?)l-5 

—7^1/5 0 m 1 tCjp^.*^Tt: o y ^>3ft t^fc^rt^ 
JM. 65ml«TSfit4 ( 5«FW»fPLft:. S 

fiffiKtt**^ f y^A7k««oi^*riSfei^« 

f) eiti#fc2-^noy^jV 3 5 < 
>V r ^^>*ji/sp^ F y;n . 6 8 g&cjf F y ? 

«ffflLfc*Sa*6ffiL, «BMt^»3. 6 3g^# 

ft, 

m p > 2 7 0 °C 

1 H-NMR (CDC1 3 ) 5:2, 0 (1. 5H, 
s), 2. 04 (1. 5 H, s ) , 6. 09 (2 H, 
d, J = 1 6 H z ) , 7. 7(1 8H, m) 
[0 0 3 8] ##^|J2 

(5 -%/TS- 3 -*<Zs-*Jy^~)V) y^h»j7x^ 

a) 1 CD c JR^fSfc 5 -fTS 3 -y^;V-2 
g^i^7-iI/6 0mHCj§fiU 7KK{t^by^A5 

*1 0 Om 1 £JPx3 0-4 o°ct?2B$raflns»sj$ 
L/c. SJ£«**f&0. #*iW<*mpH2 il, WW 
fi*3BL KS Ltifi7° y XA^CD 5-^7^-3 - 
^?;l/-2-^>^77>^>110 t 6g§fS 

fc. 

2 7 5 - 2 8 5 "Cr ^* 
1 H - NMR (CDC 1 
7. 8 8 ( 2 H) , 8 . 

b) aiiri#fc5 



s) 



) 8 : 2, 5 4 (3H, 
4 4 ( 1 H) 

7>M*>110, 6 4 gR?>*IS*&2. 5g**yy 
>6 5m 1 tCjP^.r^ffi2 1 0°Cr3 0 #flDfl!WfP 0 



10 



20 



30 



40 



2 6 (3 H, d> J 
7, 85 (1H, 



50 
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it. ***snitT*iirpHi ii^oo^^aa 

|i^^y^^7A^n7F^77 * 

ML, tefecD3 5 -^>V^7^>^;l/^ b 

yjl>6. 89 g£f#fc 0 

m p 7 3°C 

1 H — NMR (CDC 1 3 ) : 2 . 
= 1 . 5Hz), 7, 53 (3H) 
s) 

c) bm-entc3 -J?;l-5 
hy^7. 2 8 gOHSftS*5 0 m 1 ©j§i4Mlf 
TffliSSU, CCDSJS^SCD4 ^ -N~^P^^7^^m^ 
5K8. 25gi2, 2-rV'^-iso-7"fP^ 
MJ;H60mg Og^?:*If^K/c 0 3 B$fSflP 

x>?rjRgg^ir-s^y^^^^A^av f 

■f-CCfcOflHKU M03-^^-5-^>V77 

h yji/i 3 -yat^ ^;b-5 -^>y'7 7 
>yj;^hy;l/2 : 5(D?1^8. 6 5g4f#fc D C 
cDffi^n*y^Ji/#8. 6 5 e**^U>fc:igJ!BU F 
yy xi-jvftxy a > l o s^m^x 2 o»il 
^1ffffi H H H *6Slt«feS 0 H H 0^t^f 14. 
7 3 g£f#fc 0 
m p > 2 9 0 °C 

! H NMR (C DC 1 3 ) 5" : 5 . 88 (2 H, d, J 
- 1 6Hz) , 7. 0-8. 0 ( 1 9H, m) 
[0 0 3 9] ##1?'J3 

(5 —>T ^- 7 F^>"- 2 -"OV^^^LO y 
F y 7x^;b^^^^^A ^p y F 

a) 5-7'^-2-tFOt^-3-iF^^>X 
T^ft F10, Og^N, N-W?WMT5 F 
3 9ml Kjgil/c^tC, i7kKl^ U •? A 1 1 . 9g 

h>5. 0 g^iTl, iSTi&Tf^S O'Crjgfc: n$n 

ifyy^ -KJ;Q»»LT2 -rfc*-^- 5 -:/p^&- 
7-yh^>777>4. Og?:it 
mp 107-109 °C 

1 H-NMR(CDC1 3 )5:2. 6 2 ( 3 H, s ) , 
3. 83 (3H, s), 7, 02 (1H), 7, 39 
(2H> 

b) 5JHS#BMfc:^ F y ^<McfgjRl 0 7, 6 m ICC - 
5 - C«T^*3R2 6. 8g^lTUc D aSt 
f#fc2 5 -y"P^r - 7 - y 

^> 15. 0 gO^^^tf^ 1 0 0m li§7g£®>o< 0 

0°Cr3 0 5MW$L/c o te««ffl*fCTKJE**pH2 £ 
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U WttJLfc*8S*6BlU 5 - ? 7 h 
y-;b2 0 Om 1 KBIL, ^fiSfPTJBft^*-^ 1 

Wit, 5 --<>v^^ 

^^^11, 33g£f#fc 0 
1 H - NMR (CDC 1 3 ) 6" : 1. 41 (3H, t, J 10 
-7. 0 H z ) . 4. 00 (3H, s ) , 4. 43 (2 
H, q, J = 7 Hz ) , 7. 0 2 ( 1 H, d) , 7. 3 
9 (1H ( d) , 7. 42 (1H, s) 

c) bircf#ft:5 -jt 2 

m—ffil. 23 N-yW-2-t'oyF>10 0 
m 1 a^MI«©ftM»<DS^«%T^^>»i«T¥SS 
1 8 0 - 1 9 0 °CT2 ^MJfflKaiJf L/c 0 *frf& h Jl/X> 
£ffi=K x*;Vx*^jWDi&£ft (1:1) Stf***] 

*t=rs»*£*u mmm**m&$mi>?c a mm* 20 

1 H NMR (CDC 1 3 ) d : 1. 43 (3H, t, J 
= 7. 0Hz) , 4. 06 (3H, s) , 4. 46 (2 

H, t, J =7. 0Hz) , 7. 10 (1 H, d, J = 

I. 0Hz), 7, 53(1H, s), 7, 64(1 

H, d) 

d) vTgVWtb -i/TS-7 -J h*ls- 2 
y-^>^)l^>W. x^xxriV8. 55g, h 30 
7fcFa77>25 0ml{c8)BU m§T^ittt)l> 

^•4*s«ii3. 7 4 jmit^om^ b U 9 

A 2 . 12 g&^*l!«|«©KffiJ*3R^ h y5A*Mt 

I. 5B#ra^Sr8B$ufco Mfc* aWt*;^-/»)A - 

4;»13. 74g, 7Kfjt*^*tFy^A2. 1 

ii«y'j^^M7A^P7 h ^ -ccrffir*} 40 
U 2 - 1 Fn+W^ - 7 - y h^> - 5 - ^>y 

m p 1 4 9 - 1 5 0 °C 

*H — NMR ( C DC 1 3 ) 8 : 2 , 17 (1H, t, J 
= 6. 1 ) , 4. 0 2 (3H, s ) , 4. 8 0 (2H, 
d, J = 6. 1 Hz ) , 6. 7 1 (1H, s ) , 6. 9 
9 ( 1 H, d, J = 1 . 3 Hz ) , 7 . 5 0 ( 1 H, 
d, J = 1 . 3 Hz ) 

e) dllrf#fc2-t b^ty- 

5 -^>v :7^>#;t^^- h y;V5. 0 g?:^^ 50 
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-fiHOOmHCiSU eU5»»JBi*aiityt. * 

2-^any^-7 -y F^>-5 -^^^77 
^x^;l/^X^ ^ >9 . B 7 fir**^U>5 Om 1 tfi, 
it^m 10. 54g £f#fc D 

1 H - NMR (DMSO-d & )£:3, 89 (3H, 
s ) . 5. 6-6. 0 (2H S br) 
[0 04 0] ##M4 

(5 -%sT s^Zs*/ [ b ] ^x>- 2 -4)\<) J?)lb 

y ? ji/^**—^ a jay F 

a) 5 -^P^Er^y S^T^t F8. 13g£T^b 
^lOOmHCiil. i*^y)A6, 7gtt 

SfiSSfTFN, N-^^;t/^#;W^>f;t/ J 

ny F5, 0g&m&muv2mMm¥th'tt o kjke* 

[ (n, N-^^^;b^*^;b/^-r;b) ^> 

XT^ft F 9. 2 g^#/c G 
m p 1 4 1 - 1 4 3 °C 

IR(KBr) : 1 6 9 0, 1 5 9 6, 1 5 4 6, 1 4 
7 0, 1 3 9 6 cm 1 

*H NMR (CDC1 3 )5-:3.42(3H, s) , 
3. 47 ( 3H, s), 7. 03 (1H, d , J = 8. 
3Hz), 7. 72 (1H, d d, J = 8, 3and 
2. 2Hz), 8. 01 (1H. d, J = 2. 2Hz) 

b) am~CWcb -^P-t-2 - [ (N, N-^^;b 
9^#;W^-f ^^>]^>X7il/ft:F9. Og 
^2 1 0-2 2 0 °CCD?WS_hr 1 0 ^mnnM^ L>ft 0 
JSJfiiK* 1 m 1 CD hJl/X>&cjgJiPU 6ml(D^^y- 
J^JDAWa-rSISft**^ ffi»CD5-^P^:-2- 

[ (N, N-s^^;b#;W^-Y;l/) 3^] ^>Xr;b 
7 s t F4. 0 g£f#fc 0 
m p 1 1 8 - 1 2 0 °C 

I R (KB r) : 1 6 7 7, 1 3 6 5, 1 1 8 5 cm 1 
*H NMR (CDC 1 3 ) S : 3. 0 9 (6 H, s), 
7. 31 ( 1 H , d, J = 9 . 6Hz), 7. 70 (1 
H, dd, J = 9, 6 and 1. 8Hz) , 8. 1 
4 (1H, d, J=l. 8Hz), 10, 25 (1H, 
s) 

c) bsrfffcs -^p^e-2 - [ (N, N-w^;i/ 

^Jl/^-t-f Jl/) ^] ^>X7;bft F2 1, 0 g^^f 
^FIl^^SOmHCigll, p-F;l/X>x;^ 
>»L Og flPAT 5 0 ^WDiiifLLfc. 

/K^ft^ f y ^ a 3 7 m 1 ^m^xmmm.mr 1 H#r H i»a 
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»7-feF>2 0mHCffl?L. ^UPT-feh>6. 

0 m l o«HW^otfi^S»r JBTF L?t. 3 0 

*/[h] ?*7*>7. 5g^#/c 0 10 
m p 1 2 0 - 1 2 1 °C 

1 R (KB r) : 1 6 6 8, 1512, 1326, 12 

6 6 cm 1 

1 H - NMR (CDC 1 3 ) S : 2, 6 7 (3H, s) , 

7. 54 (1H ( dd ( J=8. 8 and L 8H 
z) , 7 , 75 (1H, d, J = 8. 8Hz), 7. 8 
5 ( 1 H, s) , 8. 0 3 ( 1 H, d, J = 1. 8H 
z) 

d ) 5 m^miti- bVO A7to§?*£ - 5 - 0 °C&C^P 

0, BBTFAES. 4mltj(TLfc. ot^-5°CJy 20 
TT cmrrntcZ -T^^Jl- 5 -70^>^; [ b ] 
W7xXD^t^f>5 0 m 1 ig?g£?igTU Sit 

3 0 53\ 5 0°Cr3 0$MRf£0fc o COSlBJR©*^* 

K«»MLt«fWt4fiM4IR, h;l^>ri5fc^0 
b-y vi^y^ [b ] 3 1 *7*>-2-*^>it 

6 . 6g £l#fc 0 

mp 238-241 °C 

IR(KBr) : 1 6 7 1, 1 5 5 4, 1 5 1 8, 1 4 30 

4 3 cm" 1 

a H-NMR (CDC 1 3 ) & : 7. 5 7 ( 1 H, dd, 
J = 8 • 6 and L 8Hz) , 7. 82 (1H, 
d, J = 8. 6Hz), 8. 00 (1H, s ) , 8. 0 

7 (1H, d, J - 1 . 8 Hz ) 

e) darSfc5-^n^>!/ [b ] ^irv 2 
-#;W?>^6. 4g*xjry^2 5 0mHcBi 
0, *ftTJKf¥Ott:We>* ftffc^tf-Jl/4. 45g£fS 

8. 1 5 g*iTl2fflIiiSiSL//c 0 KSatit&mSi 40 

[b] 2 -*7Jl>sK>» 

7. Og^flt -W*^ir^-^J:0SBftO, i+tt 

mp 9 4 - 9 5 °C 

a H-NMR (CDC lj 5" : 1. 42 (3H, t, J 
= 7. 0Hz), 4. 41 (2H. q, J = 7. OH 
z) , 7. 54 (1H, dd, J=8. 8 andl. 

8 H z ) , 7. 73 (1H, d, J = 8 . 8 H z ) , 50 
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7, 96 (1H, s) , 8. 01 (1H, d) 

f ) 5-^P^r^>V [b] ^*^*>- 2 -*Jl/#> 
St i^i^Xr^7, 0gS^>7Wt©-i5, 4 
g%N-^W-2-t'oy K>7 0 m HCHSIO, S 
*«i*T 2 0 0 °CCDf§Sr JP^i 0 tt#S 6 2 B$Rfflltt 0 

or, 6***ri5fe*«ie«o&. *§ffi£g*o, 

V'[b] ^^^x>-2-^7^^>^ x^i^Xf^ 
5, 0 2g<Z)jP>t«a*f#/c o 
mp 138139 °C 

IR(KBr) : 2 2 3 2, 1 7 2 8, 1 2 6 2 cm" 1 
1 H-NMR(CDC1 3 ) 5- : 1. 43 (3H S t, J 
= 7. 0Hz), 4, 45 (2H, q, J = 7. OH 
z) , 7. 70 (1H, dd, J=9. 0 andl. 
8Hz), 8. 04 (1H, d, J = 9, 0Hz), 

8. 0 8 ( 1 H) , 8 . 2 0 ( 1 H) 

g) fartifes-^r^^ [b] ?*7*>-2 

-*Jl/sK>tt x^;l/xxr;I/4. 92g^rF7t F 
U77>150ml *JD*.Ch&C3^ft*Jl/V l i;A(D4 
7»3. 3 3 *?fej»rF**<t*^*^b 

y ^ a i . og, b y ^ a* jpas 

an^raaij*0fc o etc* 3^b#ji^^A<D4*fli 

©53.3 3 g^tel, *?MW*T7K3Rft*^3R^ h V V 

a i . o g *jn*.s»T i ^rasifpofc 0 ek i mmm 
jam, ie««i8«*H*0T, wars*sft*5Bsi, ^ 

-fc Fo + W^^^y [b ] ^^^^>-5 
^h»JiV4. 0g^f#/c o 
m p 7 8 - 7 9 °C 

IR(KBr) : 3 4 9 6, 2 2 3 6, 1 0 2 6 cm" 1 
1 H - NMR (CDC 1 3 ) 5* : 4. 9 7 (2 H, s) , 

7, 26 (1H), 7. 51 (1H, dd, J = 8, 3 
and 1. 8Hz) , 7. 90 ( 1H, d, J = 

8, 3Hz), 8, 03 (1H) 

h) gSt#fc2-t FO + WfM>!/ [b] W 

- 5 £/;t/#^ h y ;b 4 . 0 g^W^r 
iHOOmHClfU fcryy>0. 1 m 1 4Wi/c 0 

mljgiaDi, Sat2W8ril/c B JE(6K*** 

^>^>rfamo/c 0 wawsiawKK** 

1 0 Om 1 tCjgflgO* h >J7i^*^7 -v 

>7. 2g ^jp^ i o mmmmm^btc 0 ma^u^ 

*6«0T*«Hb^S6. 3g*f#/c B 
mp 271-274 °C (^U?) 

^-NMR (CDC1 3 ) 5- : 6. 70 (2H, d, J 
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= 15, 1Hz) , 7. 30-8, 10(1 9H, m) 
[0 04 1 ] ###|J5 

(7 -IsTJ- 2 --f-y^JV) M^)VY 'J 7*~)1>&X 
y*U 5 F 

a) h 7 'J7> • ^ t-t;l^ • * ^ • h 
U — (D^Sii. [Australian Journal 
of Chemistry, 18, 13 5 1-136 
4, 1 9 6 5^] ^J:«3f#/c7 -jt?)\,- 2-^y^U 
>*;^>K1 1. 0g4M?*^7 0mlil^ 

«KSK}*arrair>^^r*3 o o m 1 ^flD^/c 0 

tf^tTS F8. 5 g£f#/c 0 
mp 210-212 °C 

1 H-NMR(DMSO-d 6 ) S : 2. 5 0 (3H, 
s ) , 7, 4-8. 5 (6 H, m) 

b) aSrf#fc7-y5="Jl/-2-^^4rU>*Jl/sK+1f 

0 g^rh7t FP77> 1 0 0m 1 (CJHM 20 

it^JR 10 0ml ?§it*ttj*.fc 0 SfiKr 3 oMmi 
6 0 °C Kt 4 0 B$[fflBB$ h fc. Xtf>& L^*§ 

5«*i«I«i»Lfc. »2 8. 3 5g£ 

v'y F y a —tcftij, 

^^>tmm xw^xf^ m o , 
m&mmx^co i - * - 2 - -r y % u- > ^ f 

y Jl/ 5 . 73g £f#/c 0 
mp 134-136 °C 

1 H — NMR (CDC 1 3 ) d : 2. 54 (3H, s) , 30 
7. 4-8. 2 (6H, m) 

c) bSrf#fc7-^^l/-2-^^*U>*Jl/sK^F 
y;b5. 7 g ^HSftg* 100ml iclg L N - 7"'n 
A^A^g>f5 F6. 37g, 2, 2-TVtT^-is 
o -^Pi F y;l/3 0mg*JiP^2B$rattll^S^L 

mp 110-116 °C 40 
*H-NMR (CDC 1 3 ) 5 : 4. 6 5 (2 H, s), 
7. 5 5 - 8, 2 8 (6H, m) 

d) cmxntcl -yuM.J?)l-2 - J-y %ls>?J)l 
tf^HJA'S. 3 4g**^l/>2 0 0mlKS)BO, 
hy7x-Jl/*^7-f>l 1. 6geDil6B»i 

UTSWMt^ft 12. 1 0 k £f#fc 0 
1 H~NMR (CDC1 3 ) & : 5. 96 (2H ( d, J 
= 15, 3Hz), 7. 1 -8, 0 (2 1 H, m) 
[0 04 2] ##^|J6 50 
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(6-V7^-l-^^-2-^>F f ;;V) F 
y ? ^^;i/^hx^^»? a y u 5 F 

a) y-tf^t • T>^-U> • 7 s T • tr^^ODjj& 
[Liebigs Annalen der Chem 
ie, 1 9 8 6 s 4 3 8-45 5-^-^] CC<fctlf#ft:6 
-l/TS - 2 - >f > F-Jl/#;t^>ffi y 

1, 5g*N, N-yy?;^^A7^ F2 0mHCj§ 
JWU M»T6 0 %*Mtt h V ^ A 3 2 0 m g ^ 

ma.* saccr 1 ofrfmLtc, a^t^^ 

0 , 4 7ml £Kl£i^Cfln;i^S&CT 2 BSfflSij^ L/c 0 

dftiOBiflite-^r^- 1 -y*;i/-2 

1 H-NMR(DMSO-d 6 ) 5:3, 92 (3H, 
s ) , 4. 1 0 (3 H, s ) , 7. 4 2 ( 1 H, s ) , 
7, 5 2 ( 1 H, d d) , 7. 9 8 ( 1 H, d) , 8, 
3 8 ( 1 H, b r ) 

b) amxntce -ZsTS- 1 2 -A > F- 

77>120ml teMBU *?&!if^TMa««OKII* 
*^ F y £ARtf3 3{t#;W^A5. 6 &SCJf7k*ft 

tiieni, f F7bFn77>m« 

38BS*y*pny*>5 0ml KjfflSO, *«fflBTF\ 
SlB?R(Dtp^H*fby > 1 m 1 CDi^PP^ ^>10m 

ii§MiBT, mstcr2^raaj¥L, 3 etc sat 

2WWU/c Q zJoK^p^, RBU^Fyf A*«BiRcc 
TgtmM2MLfc 0 Wm«tt^&CcHSiA^ f y ^ 

x^^7^ > 1 5 g^mr 1 2mmmmM^L 

fc. Wffi**59rr*c£K:J:lK BWt^ftlO. 5 

X H — NMR (DMSO-d 6 ) 5:3. 33 (3H, 
s ) , 5, 55 (2 H, d) , 6. 26 ( 1 H, s ) , 
7, 20-8. 10 (18 H. m) 

tmm<oimtcmK #*«7^i ooft^w 

[0 0 4 3] ##0J7 

( 6 - % >7 S — 1 —x. $-)]/— 2 — 4> V V j* $-)l> F 
y^x^i/sj^d^^A 7"n; f 

1 H - NMR (DMSO- d.) S : 1 • 01 (3H, 
t) , 3, 83 (2H) , 5. 5 7 (2H 4 d) , 6, 

2 6 ( 1 H, s ) , 7. 3 9 ( 1 H, d) , 7. 5 9 
(1H, d ) , 7. 7 0 - 8. 0 0 ( 1 6 H, m) 
[0 044] 8 

(5-^77-l-x^I/-2-^>F , iiW j* F 
y F 
1 H - NMR (DMSO-d 6 ) 5 : 1. 0 0 (3 H, 
t ) , 3, 83 (2 H) . 5. 47 (2H, d 4 J = 1 



(15) 



7 . 4 9 ( 1 H, 
7 0 -8. 0 0 (1 
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7. 07Hz) ,6.16 (1H) 
d) , 7. 5 9 ( 1 H, d) , 7. 
6H, m) 

[0 04 5] ##FJ9 

(5-VT^-l-iso - y^)l>- 2 - > F yjl/) 

1 H-NMR (DMSO— d 6 ) 5:0. 70 (6H, 
d), 1, 87 (1H, m), 3, 63 (2H, d, J 
-7. 8Hz) , 5. 45 (2H, d, J = 1 5. 5H 
z), 6. 14 (1H), 7. 47 (1H, d) , 7. 10 
61 ( 1 H . d ) s 7. 70^8. 00 (16H, m) 
[0 04 6] 1 0 

[1- (2-^onx?;H - 6 -isyy - 2 - -f > F 
y;H F V 7 VP ^ F 

'H-NMR (DMSO— d 6 ) 5:3. 40-3. 80 

(2H), 4. 30-4. 60 (2H), 5. 60 (2 
H, d) . 6. 2 5 (1H, s ) , 7. 10-8. 00 

( 1 8 H , m) 

[0 04 7] #*F'J 1 1 

2 -^a^y^jv- 6 -<>^?7V-M;i/*^ h U 20 
;l< 

a) 6-7^^-2-^^;K>7^77^2 1, 2 

g *N-y - 2 - en y F>2 0 0m l fcigjgu 
>ffc»-« 10. OS, s^jBjjsa<DSfE^*»DA 
-coaRfittfcT 1 9 0 °c-c 2 mmmmmn btc 0 Kmm* 

y7^>l 5 m K ROVJc 3 5ml <E>S^W£fflI AH < 

GCTJSfeJ^U 3SftWfe*Sa©2-^^-6 -^>^T 30 
V-jL/#;t/#\r. F 'JJl/7, 9g^|/c Q 
mp 147-149 °C 

1 H - NMR (CDC 1 3 ) 
7. 7 5 (1H, d d) , 
15 ( 1 H , d ) 

b) aJlrf#/c2 -J?)l-6 -<>y^7V-W;b 
tf~hV)l>5. 9 8g*EMK*2 5 0ml(cSlB 

a^I^FB. 1 Ui2, 2-77^-iso- 
7>n^F'J;H2 0mg co^M^^l^^aroJP Afc 40 

aam^yxA»<z>BWfc^*2. i2gm 

m p 1 1 7 - 1 1 9 °C 

1 H-NMR(CDC1 3 )5:4. 84 (2H ! s) . 
7. 7 7 ( 1 H, d d) , 8. 0 2 ( 1 H, d, J = 
9. 5 Hz), 8. 20 (1H ( d , J=l. 5Hz) 
[0 04 8] 1 2 

2 5 -<>7^77-;^;^^ F y so 
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2 0 8 9 4 6 



5 : 
7. 



2 . 8 9 ( 3 H, 
9 7 ( 1 H, d) 



s) 
. 8 



a) 5-^P*-2-y?M>^r/-;l/2 8. 0 
g^rN-^^-Jb- 2 - fc°P y F>2 0 0 m 1 fcSJBU 

T3*St«iT 18 0-190 °CT ^4H# MJlfllMlffPLft:. 
El£i***R:;aa\ =R8tt**Bl0fc. 5Bl0fct>®K: 
x^l/>y75>2 2 ml, Se^TkS 0 m 1 CDS^gj* 

7^77-Jl/W^MiJHO, 2 2g«|/c 0 
mp 158-160 °C 

1 H-NMR(CDC1 3 )5:2. 90 (3H, s) , 
7. 6 0 ( 1 H, d d) . 7. 9 5 ( 1 H, d) , 8. 

2 5 (1H, d) 

b) a.mv'fflc2-J*)V-b -07^77-W^ 
^h f ;;W, 46g &H»ffcgyR2 5 0ml SCjgft? 
U ^»TJP*jSi*L/ft: 0 CCDJSlBiRCCN-^n-tn 
^^1^5 F7. 62gi2, 2 -T Vex- is o- 
y'^u^ F UJl/ 1 5 0 meCDS^ft^^-roJDjtft: 

2 ommiMmm^btc a » 

t^^^yW7A^ta7 F 9y~J a -^:<£DffiM 

0, iwte^uxAa(D«wt^W2. i8gm 

mp 185186 °C 
1 H - NMR (CDC 1 3 ) 5 
7. 67 (1H, dd) , 8. 

3 4 (1H, d) 
[0049] 1 3 
(6 -ist y- 1 , 2, 3. 

y^jv) V y y Ji/sfc;**— »5A p 

a) e-fcFn+WW-S, 6, 7, 8-T-h^t 
FP- 2 - 7^:7 3rU>#;l'3K>Ift ^ ^x^fil^ 1 
0. 0gl:2 ! 3-ytKOt7>3. 8 2gtC^JPA, 

aBt»5«**aiLr neiaaifpofc. ik, 2,3- 

[ (2-f RtFob7^W -5, 
6, 7, 8-f F7tFa-2-t7^l/>M^>i 

y^xWH3, 72g«#/c 0 
1 H-NMR(CDC1 3 ) 5" : 1. 50-3. 00 (1 
3H, m) . 3. 30-4. 10 (4H, m), 3. 8 
6 (3H, s ) , 4. 6 0 ( 1 H, b r ) , 7. 10 

( 1 H, d ) , 7. 8 0 - 7. 9 0 ( 2 H, m) 

b) aXSTf#fc6- [ (2-T-h^t FPt7^;l/) * 
+->y^;H -5, 6, 7, 8-fF7tFn-2-t 
7#ls>2})]s#>WL ^WiXfJH3, 72g*?: 



4. 8 3 ( 2 H, 
0 2 ( 1 H, d) 



s) , 
, 8. 



4 - 7^ h v b Fn-2-f 
F;^ 
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9 6 gr 0*6 0 m 1 i»)JtIit3BfrWlISl/c 0 

^x-fvUCTM^tLT, 6- [ (2-fb7t: 
tr^~;i>) -5, 6, 7, 

Fn-2 -^7 3?U>*Jb?K>H(l 0. 5 1g^#/c„ 
mp 120-123 °C 

X H-NMR (CDC 1 3 ) S : 1. 5 0-3. 0 0 ( 1 10 
3H, m) . 3. 30-4. 00 (4H, m) , 4. 6 
0 ( 1 H, b r ) , 7. 16 (1H, d ) , 7, 80- 
7. 9 0 ( 2 H, m) 

c) bmxmcS- [ (2-^F^t FDb7^iV) * 
^>y=F;H-5 s 6 S 7, 8-rF7bFn-2-t 
7^i/>w>n 2, 0gS[»yx^7^> 

4. U%fh7tFO77>100ml fC?M? 0 - 1 

xr;V5. 6 4g£fln*£o Kj£**2 O^RfifcrBI 
fm ej^**#tt>*~t*i 4% (w/v) ft 20 

U V^Pt: 0 ;l/x--r;bfc-rtea^tUr, 6 [ (2 
-f F^bFPb^^) tf+^y^t/] -5, 6, 
7, 8-rF7bFo-2-t^^l^>M«f^ F 
7 . 2 0 g £t#fc 0 
mp 1 3 7 - 1 3 9 °C 

1 H-NMR(CDC1 3 )^: 1.40-3. 00 (1 30 
3H, m) , 3. 30-4. 00 (4H, m) , 4. 6 

0 ( 1 H, b r ) , 6. 1 0 (2H, b r ) , 7. 2 0 
( 1 H, d) . 7. 5 0 - 7. 7 0 (2H t m) 

d) cmxntcS- [ (2 -t* h ^t: Fnb^^iV) ^ 
^>y^;H -5, 6, 7, 8 -irh 7 t Fa- 2 -t" 
7 $U>Jj)l>#*r'P5. F 1 5, 0 g*^+^>B Om 
HCfflSBU fcfU^>8. 3 5ml?rAP^/c 0 CCD^M 
ifi* 8-0 'Ctcftip U WFFflS* F U ^ Jbtf nffi& 
7. 8 9ml5:STl/c 0 - 5 "CfCTKlEiK* 3 0 frWt 
#U IKSfir2«ffflBJ?L/fc 0 40 

ffl^SSbt6- [ (2-rf7bFnb 
* + - 5 . 6, 7, 8-rh7bF 

n-2-t7^ly>^^F f JJV9. 7 8g^M 

1 H-NMR(CDC1 3 ) S : 1. 50-3. 00 (1 
3H, m) , 3. 30-4. 00 (4H, m), 4. 6 

1 (1H ( b r ) , 7 . 0 5 - 7. 5 0 (3 H ! m) 

e) dmxntcd- [ (2-^F^t FOb7^JV) 

-5, 6 S 7, 8-rh7b Fo-2-t 50 
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:7#U>#;l/«K- F y;b9, 7 8gSijr^-;H0 0 
ml ML p-h;l,i>X;^>ilOOmg^[I 

<fc 0$g H ^ft:LrtefecD6 - 1 Fo*w?;i/- 
5, 6, 7, 8-rF7bFn-2-t7^I/>M* 

^F y;i/5. 2 6 g£f#fc D 

mp 83-85 °C 

*H NMR(CDC1 3 ) & : 1. 3 0 - 3. 0 0 (7 
H, m) . 3. 64 (2H, d s J = 6. 0Hz) , 
7. 05-7. 50 (3H, m) 

f) e^rf#fti6-t FOt^^-5, 6, 7, 8 
-rh7bFn-2 -^:7#l^ h y;n 5. 
0gSffP"h^>^*^ #oyF3 0. 5g 

7, 8-f F7bFn-6- [ (p-F^x>x;l/*^ 
tf^w^Jt/] -2-^7dru>*;VsK-F y;U2 
4 . 72g £f#fc 0 
mp 100-102 °C 

1 H NMR(CDC1 3 ) 5- : 1. 20-3. 80 (7 
H, m) , 2. 4 7 (3H, s ) ■ 4. 0 0 (2 H, 
d, J = 6. 0Hz) , 7. 10 (1H, d s J = 9. 
0Hz) , 7. 30-7. 50 (4H, m) , 7. 80 
(2H, d ) 

g) f m~CWc 5 , 6, 7, 8-rF7bFP-6- 
(p-FiVx>x;^^;V) 3^1/- 2 -:f:7# 

F yjI/2 4, 0 0 gSUF»;7x-;l/^ 
^>18. 38g *fi^ U 130-14 

o o cri bmmmmLtc 0 Jgj£^£T-feF><tn-^+ 

3 . 3g &Wc 0 

1 H — NMR (CDC 1 3 ) &: 1. 4 0 - 2. 9 0 (7 
H, m) t 2. 27 (3H, s) , 3. 60-3. 90 

(2H S m) , 6. 80-7. 30 (5H, m) , 7. 
40-8. 00 ( 1 7H, m) 

[0 0 5 0 ] 1 4 

(6 -ist y- 2 y F y ? 

tf-^A VP ^ F 

a) 6-^?;l/-2-t7^L/>M^Fy^6. 1 
lgTOftK*10 0mirML, N-^OM^ 
^1-^5 F6. 6 3gM2, 2 -TV t:\X- i s o - 
^ n F y Jl/ 3 0 m g * JPJL 4 f^raJfl^SIiSfE L fc e S 

SL, tefecD6 -t/P^ey^- 2 -^^ * 
- F y^7. 0 7 g^ff/c 0 
mp 1 3 4- 1 3 7 °C 
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1 H - NMR (CDC 1 3 ) S : 4. 6 5 (2H, s) , 
7. 6 0 - 7. 8 0 (2H, m ) , 7. 80-8. 00 
(3H, m) , 8. 2 2 (1H, s ) 
b) aJir1#/c6 -?U*:j&)]/-2 -3~y $U>J3)l> 

7 g£^>U>5 0m 1 CC&gJBO, 1 8BSrafl[fl&«i*0 
m p > 2 7 0 °C 

X H-NMR (CDC 1 3 ) S : 5. 9 3 ( 2 H, d, J 10 
-15. 2 Hz ) , 740-8. 00 (2 1 H, m) 
[0 0 5 1] ##0>J 1 5 

(S) - ( + ) - 3 - b FP + J/f h ^b ^> 
(S) - (-) -1, 2, 4-^^>hyt^25g 
GCp - WI/X>X;t,*>^0. 2 3 g £JJtJ;iT 1 0 0 °C 
CCT5#|fflBH¥ U oivf 18 0-2 0 0°C&CT 1 0 5> 
Slf$L/c 0 SfBJftSsKeL, 9 5- 1 0 0°C/3 0mm 

1 H-NMR(CDCl 3 )^:1.80-2.20 (2 20 
H, m), 3. 76 (2H, d) . 3. 70-4. 10 

(2H, m) f 4, 40-4, 6 0 ( 1 H S m) 

[0 0 5 2] 1 6 

2 [4 - [ ( (3 S) -1-tert -7 Y 
^;I/-3-t 4 0'J^;b) ***s] 2 

2- * 
^Jl/Xj^ f;H. 8g t (3R) -1-tert - 7> 
3 - b FOt^fn 1 , 7 4 

M>y^^^^7^>2. 92g^:rh7t 30 
Fn77>4 0mnc»^ mn$CXC<D$m.<Dtp 6C 

- tCTffi H h . «tti»K©«Bl^fc^W 2 . 5 3g§S 

1 H-NMR(CDC1 3 ) 5- : 1. 41 (3H, t, J 
= 7. 0Hz), 1. 46 ( 9 H , s > , 2. 00- 40 
2. 40 (2H, m) , 3. 3 0 -3. 7 5 (4H, 
m) , 4. 43 (2H, q, J = 7. 0Hz) , 5. 0 
0 (1H, b r ) , 6. 93 (2 H, d, J=9. OH 
z) , 8. 0 0 (2H, d, J = 9. 0Hz ) 

mmn b tra^^ccce^ ##fiji 7-3 0 ©it 

[0 0 5 3 ] #*0d 1 7 

2 - [4 - [ ( (3 S) -1-tert -7 Y*rtsi3)V 
3 -b°P U X^ls] y^^;i] - 2- 

^"+VftM ^^iXfil' 50 
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[0054] 1 8 

2 - [4 - [ ( (3R) -1-tert - h ^>^;b 
^ji/-3-t f nyy^i/) *=f5>] -2- 

1 H-NMR(CDC1 3 ) 5" : 1. 40 (3H, t, J 
= 7. 0 H z ) s 1. 46 (9 H, s ) , 2. 00- 
2. 35 (2H, m) , 3. 45-3. 75 (4H, 
m) , 4. 40 (2H, q, J =7. 0Hz) s 4. 9 
-5. 1 ( 1 H, b r ) , 6. 9 5 (2H, d, J = 
9. 0Hz ) s 8. 00 (2H, d, J = 9. 0Hz) 

[0 0 5 5] ##0J 1 9 

2 - [4 - [ ( (2R) -1-tert -yY^UtfJl 
2 -b'ny^W y H=fS^] :7*~Jl/] - 2 

1 H-NMR(CDC1 3 ) 5- : 1. 40 ( 3 H, t ) . 
1. 46 ( 9H, s ) , 2. 00 (4H, b r ) , 3. 
37 ( 2 H, b r ) , 4. 20 (3H S br), 4. 4 
2 (2H, q) , 7. 0 (2H, d) , 7. 9 7 (2 

H, d) 

[0 0 5 6] ##M2 0 

2 - [4 - [ ( (2 S) -1-tert -7 Y*%si3)i> 
#~A,- 2 enyy^W y h+v'] 2 

^-NMR (CDC1 3 ) & : 1. 41 (3H, t ) . 

I, 47 (9H, s ) , 2, 0 (4H, b r ) , 3. 3 
7 (2H, br), 4 . 2 0 (3 H, br), 4. 43 

(2H, q) , 7. 0 (2H, d) , 7, 9 5 (2H, 
d) 

[0 0 5 7 ] 2 1 

2 - [4 - [ ( ( 2 S , 4 S ) -1-tert-^K 

i/fr)i7F~)\s- 2 -#;t^^e>f;t/-4 -b°n y 

! H NMR (CDC 1 3 ) 5": 1. 42 (3H, t, J 
-7. 0Hz), 1. 48 (9 H, s ) , 2. 20- 
2. 90 (2H, br), 3. 64-3, 90 (2H, 
br), 4. 30-4. 6 0 ( 1 H, br), 4. 42 

(2H. q, J =7. 0Hz) , 5. 06 ( 1 H, b 
r ) , 6. 97 (2 H. d, J=9. 0Hz), 8. 0 
7 ( 2 H, d, J = 9 . 0 Hz ) 

[0 0 5 8 ] ##M2 2 

2 - [4 - [ ( ( 2 S , 4 S ) - l- tert-7"K 
i/ttfctf—fc- 2 - is J ^ J )l - 4 - b°P y 

tf + S'] - 2 -^ + V^x^;l.x 
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1 H - NMR (CDC 1 3 ) S : 1 . 37-1, 50 (1 
2H, m) . 1 . 96-2. 30 ( 1 H, m) . 2. 5 
0-2, 82 (1H, m) , 2, 90-3, 15 (6 
H, b r ) , 3. 70 (1H, dd, J = 1 0 . 8 a 
n d 5. 1Hz), 3.90-4. 16 (1H, 
m) , 4. 46 (2H, q, J = 7. OHz), 4. 6 
0-5. 14 (2H. m) , 7. 00 (2H ( d, J = 
9. 4Hz), 8. 08 (2H, d, J = 9. 4Hz) 
[0 0 5 9] ##1?iJ2 3 

2- [4- [2- ( t - ^b*^;^;b7^ S) - 10 
1 - ( t -7V**sii)Vi$~)VT 5 

(tttt?a«^> 

1 H - NMR (CDC 1 3 ) S : 1 . 00-1, 70 (2 

1 H, br), 2. 80-3, 8 0 (4H, m) . 4. 

2 0 -4. 6 0 (3H, m) , 7, 10 (2H 5 d, J 
= 8. 3Hz), 7. 98 (2H, d, J = 8. 3H 
z) 

[0 0 6 0] #*F'J2 4 

2 - [4 - [ ( (3R) -1-tert -7b*Ut])V 20 
3f?^;i/- 3 - tf^y s^;LO -2- 

1 H-NMR (CDC 1J 8 : 1. 3 - 1 . 5 (12 
H, m) , 1. 6-2. 1 (4H, m> , 3, 0 4. 

1 (4H, m) , 4. 4 (2H, q, J = 7 . OH 

z) , 6. 98 (2H, d, J = 9. OHz) , 7. 9 
9 (2H, d, J = 9. OHz) 
[0 0 6 1] ##^|J2 5 

2 - [4 - [ (1-tert - 7 Y*rfft)\>*$~)\>- 4 30 
(ttttffl«®) 

a H-NMR(CDCl 3 ) 5" : 1. 35 (3H, t, J 
-6 Hz), 1. 49 (9 H ( s ) , 1. 8-2. 0 
(4H, m) , 3. 2-4. 0 (4H, m) , 4, 46 
(2 H, q, J = 6 Hz ) , 4. 6-4. 8 ( 1 H, 
m) , 7. 01 (2H, d, J=9Hz), 8, 04 
(2H, d, J = 9Hz) 

[0 0 6 2] ##^|J2 6 40 
2 - [4 - (2-tert-^h *r*sft)l>iF~)l'T 5 s 

1 H-NMR(CDC1 3 ) 5- : 1. 42 (3H, t, J 
= 7. OHz), 1 . 4 6 ( 9 H , s), 3. 5 6(2 
H, q, J = 5 . 4Hz), 4. 12 ( 2 H , q u i n 
tet, J=5. 4Hz), 4. 44 (2H, q , J = 
7. OHz), 5. 04(1 H, br), 6. 98(2 
H, d, J = 9 . OHz), 8. 00 (2H, d, J = 50 
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9. OHz ) 
[0 0 6 3 ] ##M2 7 

2 - [4 - [ (1-tert - 7b 4 

-t^yy— jiO y h^>] ji/] - 2 vft 

1 H-NMR(CDC1 3 ) & \ 1. 2-1. 3 (2H, 
m) , 1, 42 (3 H, t, J=7. 1Hz), 1, 4 
7 ( 9 H, s ) , 1 . 6 5 - 1 . 8 0 (2 H, m) , 

3, 89 ( 2H, d ) , 4, 10-4, 25 (2H, 
m) , 4. 43 (2 H, q, J = 7. 1 Hz ) , 6. 9 
5 ( 2 H, d, J = 8 . 8 Hz ) , 7, 9 9 (2 H, 

d, J - 8. 8 Hz ) 
[0 0 6 4] ##1?(2 8 

2 - [4 - [ ( ( 2 S ) -1-tert-^ V*risft)\> 
tf-fr- 5 -tf^V- 2 - fa y^-Jl/) ^ h3^>] ? 

1 H-NMR(CDC1 3 ) 5* : 1. 35 (3H, t), 
1.4 1 (9H) . 1 . 8 0-2. 2 0 (2H, m) , 
2. 47 ( 2H, t), 4. 05 (2H, br), 4. 
41 (2H, q), 4. 70-5. 00 ( 1 H, m), 
6,9 8 (2H, d) , 8, 0 0 (2H, d) 
[0 0 6 5] ##M2 9 

2 - [4 [ ( (2R, 4 S ) -1-tert - 7b* 
2 -y^;i/-4 - b°P y ^+ 

1 H-NMR(CDC1 3 ) 5" : 1. 20-1, 42 (6 
H, m), 1. 47 (9H, s) , 2. 20-2. 60 
( 1 H, m) , 3. 50-3. 80 (2H, m) , 3. 
90-4. 22 (1H, m), 4. 42 (2H, q), 

4. 90-5. 10 (1H, m) , 6. 95 (2H, 
d), 8. 00 (2H, d) 

[0066] mnm 3 0 

2-*+V-2 - [4 - [ ( (3R) -rh7tFP- 
[0067] ##M3 1 

2 - [4 - [ ((3S) -1-tert -7b**sft)l> 
#-;i/-3-eoyy-;W ^-AO -2- 

a) 4-^ h^^^x— ;l/B*BJ xWxXfib2 7. 
7gMKl i?xWx^f;l/3 4ml4N ! N-i? 
y^JVAT? F 1 5 0 m 1 ItCmMLbttmWWLLtctp 

^ imm&tfX7kmiti- b y >?A6. 5g^if^ 

ftlAft:. Stc2B$rafln^Jl^L/cf^ SttSR***i* 
fc 0 ^B*7ki5fef^«orM^*S*Lfc 0 f#6n/c 
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;i/-2- (4 -y x-jW g^K x^^r 

6 . 7 g ^mm^m-mt 

1 H-NMR (CDC1 3 ) d : 1, 25 (6H f t, J 
= 7. OHz), 3. 79 (3 H, s ) , 4. 20 (4 
H, Q » J = 7. OHz), 4. 55 ( 1 H, s ) , 
6. 88 (2H, d, J = 8, OHz), 7 . 32 (2 
H s d. J = 8 . OHz) 

b) a^rf#fc2-x h + ^*^*r-;l/-2 - (4-^f 10 

P> 3^7 Om 1 fcigJBU - 4 0 o C^iPT«^L/c 
C©?gffiK:=*ffcsf;^*6 . 2 m lOv^^PP^ £>5 
ml»ITl/c D »TF»7«S»*r»fiO3 0» 

stf— ji,- 2 - (4 - b Fat^7i^;l/) ftK x^;b 
^fiU, 7g^ifeWiLTi/c 0 20 
1 H-NMR (CDC lj 8 : 1. 27 (6H, t, J 
-7. OHz), 4. 22 (4H. q, J = 7, OH 
z) , 4, 55 (1H, s) , 5. 66 (1H, b 
r) , 6. 7 6 (2H S d, J - 8. OHz ) , 7. 2 
5 (2H, d, J = 8. OHz ) 

c) bXSrf#fc2 -x h + ^Jl/sP^;l/- 2 - (4-b 
FO + y7x^;V) Si^^;I/j:Xf;H. 7g, b V 
7 x^**? ^>6 . 58gM(3R) -1-te 
r t -:7>^>#;b#^;b-3 - t Fn^>tD'jy> 

4. 7g^rF7tFn77>150mlicj§iU 1 30 

1 H - NMR (CDC 1 3 ) a : 1. 25 (6H, t, J 

= 7. OHz) ,1.46 (9H, s) , 2. 1 (2 

H, b r ) , 3. 5 5 (4H, b r ) , 4. 2 0 (4 

H, q , J = 7, OHz), 4, 52(1H, s ) , 40 

4. 82 (1H ( br), 6. 82 (2H, d ( J = 

8. OHz), 7. 28(2H, d, J = 8 . OHz) 

[0 0 6 8 ] #*F'J3 2 

2 - [4 - [ ( (2R) -1-tert - ~f b *c%sil )V 
stf— Jl/- 2 -bP *)Z>~)1>) A b^r^l 7 - 2 

-X b^tsftfrtf—Jl'tiftBt X^jl/XXfJl/ 

1 H-NMR(CDC1 3 ) a : 1. 25 (6H S t, J 50 
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= 7. OHz) ,1,47 (9H, s) , 2, 0 (4 
H, br), 3. 40 (2H S br), 3. 9(1 
H) , 4, 2 0 (6 H) , 4. 5 4 ( 1 H, s ) , 6, 
82 ( 2 H, d, J = 8. OHz), 7. 2 8 ( 2 H, 
d . J = 8 ♦ OHz) 
[0 0 6 9 ] ##M3 3 

2-xh+^;l/*^-2- [4- [ (2-^5#V 
!/>-2 --Ot/) ^F^>] StK x^ibx 

a) 2-xFt^;t/^-2- (4-tFOtS/7 

tF^Fy^8. 8g£, i7K»V^A9. 6 g £ 
nF>150ml iC)Ui5WilSlfc 0 ^R§^ 

J^ffiSU &fi?M£»D2- [4- (J/7^h* 
*✓) 7*^)1] -2-xht^^W^ftS x=F;b 
x^t-jI/ 14. 2 g£rf#fc 0 

1 H-NMR(CDC1 3 ) 5* : 1. 26 (6H, t, J 
= 8. OHz), 4. 22 ( 4 H , q , J = 8. OH 
z ) , 4. 58 (1H, s ) . 4. 75 (2H, s), 
7. 02 (2H S d, J = 9. OHz) s 7. 36 (2 
H, d, J =9. OHz) 

b) aJBrf#ft:2- [4- (^T^b+v') 

Jl/] -2-xF+^;^;l/Si i?;bxxf-;H 
4. 2 g%^$s-)l>2 Om 1 iyx^x-f;H 5 
0 m 1 ©fi-^WKSIBU C©*^*?»jrF*fbJc* 

ft©2-xh^^;b^ib-2- [4- (2-xf^ 
^;H£^iM 1 6 . 9 g £f#fc 0 

c) x?U>975>0. 6g©i^y-iH0mlig 
ilWc, 7K^»TbJBr|#/c2 - xF^j^- 
2- [4- (2-xf^>-2->f^xF+^) 

81^ xWxXf^3. 6 g<Z)x# y — )VA 0 
ml*^4«TU 1. 5 0«K«L/c o 

c ©stei?: o . 5 mmnmm$ti>tc 0 1 3 % 
(w/v) «^t?x$/-wittiL, mmg 

fc^W 1.83b £f#/c D 
m p 7 2 - 1 1 0 °C (|&* tCiSiH) 
FAB MS (m/z ) : 3 3 5 (M + + 1 ) 
1 H-NMR(CDC1 3 ) a : 1. 23 (6H, t, J 
= 8. OHz) , 3. 62 (4H, s ) , 4. 10(4 
H, q, J = 8 . OHz) , 4. 52 ( 1 H, s ) , 
4. 68 (2H, s ) , 6. 94 (2H ! d. J = 1 
0, OHz), 7, 26(2H, d, J=10. OH 
z) 
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[0 0 7 0] ##F!I3 4 

2 - [4 - [ ( (3 S) -1-tert - 7 h^Xfr 

3 - tfp y ;b) - 3- 

( 5 -zsT y - 2 -^>V^^^;U) x 

a) 2 - [4 - [ ( ( 3 S ) 

12g^rF7t 

Fn77>100ml fcjgjBU (5 -ZsTS-2-*< 

y f 4. 65g %m%-ic a Bifcmtimit^ h y a 

(6 0%) 4 0 Ometfln*, ^?»WT^^^-^ 

3 m i *«tos»t? i i^raaii¥ufc 0 J5E«£ 1 0 % 
x^toxriv ©s^aas tie t -r £ s> y # ^ ^ 

UT5FfittO*SiSt^CD2 - [4 - [ ( (3 S) - 1 - t 
e r t --fV^fftJl'tf—Jl'- 3 -fcfny^-jl/) ^ 
V] ^^x;b] -3- (5 —>T ^- 2 --OV^^x 20 

-SB#* E f*i Z #&C#« L?c D 
Eft (less polar) 
1 H NMR (CDC 1 3 ) d : 1. 32 (3H, t, J 
= 7. 6Hz), 1. 49 (9 H, s > , 1 . 70 
2. 40 (2H, m) , 3. 0-3. 80 (4H, 
m) , 4. 3 0 (2H, q, J = 7. 6Hz ) , 4. 9 
2(1 H, b r ) , 6. 26(1 H, s ) , 6. 94 
(2H, d, J=9. 0Hz), 7. 24 (2H, d, 
J = 9. 0 H z ) , 7. 3 8 ( 1 H, d, J = 8. 6H 30 
z) , 7. 5 6 (1H, d, J = 8. 6Hz), 7. 7 

4 ( 1 H, s ) , 7 . 7 7 ( 1 H, s ) 
Z{* 

a H-NMR(CDCl 3 ) & : 1 . 10-1. 60 (1 
2H, m) , 2. 00-2. 30 (2 H, m) , 3. 3 
0-3, 80 (4H, m), 4. 50 (2H, q, J = 

7. 2 H z ) , 4. 92 (1H, br), 6. 76 (1 
H, s ) , 6, 8 1 (1H, s ) , 6 . 8 8 (2 H s 
d, J = 8. 75Hz), 7. 88(2H, d, J = 

8. 75Hz),7. 31-7. 6 0 ( 2 H ) , 7 . 8 40 

5 (1H, s ) 

b) aire|#fc2- [4- [ ( (3S) -1-tert 
-y v^^t})^^^)V- 3 -t*n y is^ii) ? 

^x;b] - 3- (5 -UTy- 2 -^lsWy~)]s) T 
WfcW. 1 g^fF7tFU77 

> 1 OOmliiiz-JHOOml CDS^^fc:?gjB 
U 7>^Of'> h -^^©M [ANGEWAN 
DTE C H E M I E , 6 7t f 7 8 5, 1 9 5 5 ] 6C 
<£^f#/cKft^>^A • l7k«I«9 • 8K^^A7 0 
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;^ x 7^*i«ttiig*K £ *T £ ^ y # yjl/* 7^^U7 h 
9 s %»fc„ 

1 H — NMR (C DC 1 3 ) 5" : 1. 00-1. 40 (3 
H, m), 1. 46 (9H, s) , 2. 00-2. 30 

(2H, m) , 3. 16 ( 1 H, dd, J = 14. 4 
and 7. 2Hz), 3. 4 0 -3. 8 0 (5H, 
m), 3. 90-4. 30 (3 H s m) , 4. 94(1 
H, b r ) , 6 . 4 0 ( 1 H, s ) , 6, 8 0 (2H, 
d, J = 8. 7Hz), 7. 25 (2H, d, J=8. 
7Hz), 7. 4 6 (2H, s ) s 7. 7 6 ( 1 H, 
s) 

[0 0 7 1 ] ##1?(3 5 

2 - [4 - [ ( ( 3 S ) -1-tert-:/ h *risft)\, 
7F~)i>- 3 -t-ayy^jiO -3- 

(7 -isys- 2 -y^^iO 

a) (7 - l/T s- 2 - ^y^Jl) J^)\> h y ? 

7'"U^F8. 40gi2 - [4- 
[ ( (3 S) -1-tert 3 
-h'D'J^) * + 7x^Jl/] -2-**VftM 
x^xXfil'B. Og^T-h^t FP77>1 00 
m 1 a^y-;H 0 0ml CD|g^«CllLlSLfc 

ifir l , 8-^nfe^^p [5. 4. 0] 

^ci7F^77^ < t5fl»^ EftiZftCDfi^Wi 
IT2 - [4 - [ ( (3 S) -1-tert -V 
ft)l>7$~)V-3 -fcTU y^^Jl/) ^ + ^^x;l/] - 
3- (7-V7^-2-t7W) T#y;l/K 
x^t-;1/6. 0 6 g«#fc c — SB#*Ett<t ZfttC^B 

Ef* 

mp 1 0 4 - 1 0 6 *C wU^ttfiffc) 
1 H NMR(CDC1 3 ) S : 1. 35 (3H S t, J 
= 7. 3 H z ) , 1. 48 (9 H, s ) . 2. 0 5- 
2. 30 (2H S m) , 3. 45-3. 70 (4H, 
m) , 4. 31 (2H, q, J=7. 3Hz), 4. 9 
2 (1H, br), 6. 86 (2 H, d, J = 8 . 8H 
z) , 7. 1 6 (2H, d, J =8. 8Hz) , 7. 2 
0(1H, dd, J = 8. 8 and 1.5Hz), 
7. 5 6 (1H, dd, J=8. 3Hz and 1. 
5 Hz), 7. 62 (1H, d, J = 8. 8 Hz ) . 
7. 73 (1H, s ) , 7. 80 ( 1 H, d, J=8. 
3Hz), 7. 93 (1H, s), 8. 07 (1H, 
s) 
Zf* 

1 H-NMR(CDC1 3 )^:1. 19 (3 H, t, J 
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= 7. 3Hz) ,1.48 (9H, s) .2.05- 
2. 30 (2H, m) , 3. 4 5 -3. 7 0 (4H, 
m) , 4. 29 (2H, q, J = 7. 3Hz) 5 4. 9 
3 ( 1 H, b r ) , 6. 9 0 (2H, d, J =8. 8H 
z) , 7. 0 9 ( 1 H, s ) , 7. 44 (2H, d) , 
7. 60 (1H, dd, J=8. 3 and 1.5H 
z) , 7. 63(1H, dd s J=8.8Hz and 

1 . 5Hz), 7. 8 5 ( 1 H, d, J = 8, 8H 
z ) . 7. 8 8 ( 1 H, s ) , 7. 9 0 ( 1 H, d, J 
= 8, 3Hz) , 8, 18 (1H, s) 10 
b) aa^f#fcEft:iZft:<DiB^W0 2- [4 
[ ( (3S) -1-ter t --7b**s#J\stf~}\,-3 

-fayy^w t^z/] -3- (7—>r 

y-2-^^5 1 ;^) T&VJl>Wt ^-^-^^^"r^d . 0 
6g?:fF7t FU77>80ml ix^/^80m 

1 ©a^wccsjBoKft^^y a * 1 * hbkm 

U9A2. Ogair, 3. 5 «FlBI»JIt6ftHl7cK:W 

1 H - NMR ( C DC 1 3 ) 5* : 1 * 11 (3H ( t, J 
= 7. 3 Hz ) , 1. 47 (9 H, s), 2. 00- 
2. 33 (2H, m) . 3. 18 ( 1 H, dd, J = 1 
4.2 and 6. 8Hz) , 3. 4 0 3, 6 5 

(5H, m) , 3. 88 (1H, t, J = 7 . 5H 
z), 4. 06 (2H, q, J = 7. 3Hz) , 4. 8 
5 (1H, br), 6. 8 0 (2H, d, J =8. 8H 
z) , 7. 24 (2H, d) , 7, 42 (1H, dd, 
J = 8. 8 and 1. 5Hz), 7. 54 (1H, 30 
d d, J = 8, 3 and 1,5Hz), 7, 62 

(1H, s), 7. 77 (1H, d, J = 8 . 8H 
z) , 7, 8 5 ( 1 H, d, J = 8. 3Hz), 8. 1 
3 ( 1 H , s ) 

##«3 5iH«0*ffiCCffil^ ##^|J3 6-4 8CDib 

[0 0 7 2] ##F'J3 6 

2 [4 [ ( (3 R) - 1 - t e r t 
sp^.Jl/-3-fcTpyy^l/) -3- 

(7 -->T^- 2 -^^^;b) 7°Pt°t>8j:?^x 40 

1 H - NMR (CDC l a ) S : 1, 11 (3 H, t, J 
= 7. 3 H z ) , 1. 47 (9H, s ) , 2. 00- 
2. 35 (2H, m), 3, 18 (1H, dd, J = 1 
4. 2 and 6. 8Hz), 3. 40-3. 70 
(5 H, m) . 3. 8 8 ( 1 H, b r ) . 4. 0 6 (2 

H, q, J = 7. 3Hz), 4. 85 (1H, br), 
6. 80 ( 2 H, d, J = 8. 8 Hz ) , 7. 24(2 
H) , 7, 42 (1H, d d, J = 8 . 8 and 

I. 5Hz), 7, 54 (1H, dd, J=8. 3 a 50 
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nd 1, 5Hz) , 7, 6 2 ( 1 H, s ) , 7. 7 7 
(1H, d, J =8. 8Hz), 7, 84 (1H, d, 

J = 8 , 3Hz), 8, 11 (1H, s) 
[0 0 7 3 ] ##M3 7 

2 - [4 - [ (1-tert - ~f Y **s*?)]/tf~J\s- 4 
-b^yy^) rf + v'] -3- ( 7 -V7 

y-2-^^^;i/) 7°ciw>i x^i/x^f^ 

1 H - NMR (C DC 1 3 ) 5* : 1 . 11 (3 H, t), 

1 . 49 (9H, s), L 70-2. 00 (4H, 
m) . 3, 00-4, 10 (9H, m), 4, 45 (1 

H, br), 6. 80-8. 10 (10H, m) 
FAB MS (m/z ) : 418 (M + + 1 ) 

[0074] ##M3 8 

2 - [4 - [ ( (2 S) -1-tert - ? h + 

2 -b'ny^W y h=^->] :7*~ji/] - 3 

- (7-^r^-2-^^^;b) 7°Ot^>ixWx 

1 H — NMR (CDC 1 3 ) & : 1 . 18 (3H, t , J 
= 7. 0Hz), 1. 47 (9H, s), 1. 90- 

2. 10 (4H, m) . 3. 20-3. 60 (2H, 
m) . 3. 90-4. 50 (8H, m), 6. 80- 

8. 2 0 ( 1 0 H, m) 
[0 0 7 5] ##M3 9 

2 - [4 - [ ( (3 R) -1-tert y"h^i^iJ)l 

^-s-t'^yy^w **^] ^-^i -3- 

(7 -->T^- 2 -T^^) 7'Ub^>SifJt/i^ 

1 H-NMR(CDC1 3 )^:1. 11 ( 3 H, t), 

I. 41 (9H, s ) , 1, 60-2. 10 (2H, 
m) , 3. 00-4. 60 (8H, m), 6. 80 (2 

H, d, J=9. 0Hz), 7. 24 (2H, d, J = 

9. 0Hz), 7. 40-8. 2 0 (6H, m) 
[0 0 7 6 ] ##1?J4 0 

2 - [4 - [ ( (2 R) -1-tert -y b^^tfJl 

tf~ji>- 2 -foyy^w y h*^] y - 3 

- (5-^7/-2-^>V77^) 7 c nt't>l 

! H NMR (CDC 1 3 ) 5" : 1 . 17 (3H, t), 

I. 47 (9H, s ) , 2. 0 0 (4H, b r ) , 3. 
00-4, 20 (6H, m) , 4. 10 (2H), 6. 

3 9 ( 1 H, s ) , 6 . 9 0 ( 2 H, d ) , 7. 18 
(2H, d) , 7. 4 8 (2H) , 7. 7 8 ( 1 H) 
[0077] ##M4 1 

2 - [4 - [ ( ( 2 S , 4 S ) - l- tert-7"K 
isjjj[/$l~)\s- 2 -ftJW't^JJl'- 4 -b'n 

rt*^] - 3- (5 -e>r^- 2 -*<->\fy 

■5^)1) 7'PW>i X.^JlX.T.'TJl 

1 H - NMR (CDC 1 3 ) 5" : 1. 16 (3H. t, J 
-7. 0Hz), 1. 47 (9H, s), 2. 10- 
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2.80 (2H. b r) . 3, 16 (1H, dd, J = 
14. 4 and 7. 2Hz), 3. 40-4. 50 
(6H, m) , 5. 0 8 ( 1 H, b r ) , 5. 80(1 

H, b r ) , 6. 39 (1H, s ) , 6. 7 6 (2H, 
d, J = 8. 35Hz), 7, 26(2H, d, J = 
8. 3 5 H z ) , 7. 50 (2H, s ) , 7. 8 0(1 
H) 

[0 0 7 8] #*#|J4 2 

2 - [4 - [ ( ( 2 S , 4 S ) - l- tert-7"K 
%/fy)V^^)V- 2 -Zsjt&Jl'tjJVJ^JJl'- 4 - tfn »J 10 
y^^-ii] -3- (5-->r^-2- 

1 H - NMR (CDC 1 3 ) 8 : 1. 23 (3H, t) , 

I. 44 (9H, s ) , 1 . 90-2. 30 ( 1 H, b 
r ) , 2. 40-2. 80 ( 1 H, b r ) , 2. 98 
(1H, s ) , 3. 1 0 -4, 2 3 (7H, m) , 4. 

40-5. 00 (2 H s br), 6. 38 (1H, 
s ) , 6. 9 0 ( 2 H , d, J = 8. 3Hz), 7. 2 
0 (2H, d, J = 8. 35Hz), 7. 45 (2H, 
s ) , 7. 7 6 ( 1 H, s ) 20 
[0 0 7 9] ###|J4 3 

2 - [4 - [ ( (3 S) -1-tert -7Y*tUft>l> 
^-S-t'O'i^) -3- 
(5 -Z/TS- 3 -y?Jl/-2 -^>V^^^.;v) :/u 

"H-NMR (CDC l a ) : 1, 16 (3H, t), 
1. 47 (9H, s), 2, 02 (3H, s ) , 2. 1 

(2 H, br), 3. 1 (1H, br), 3. 6 (5 
H, br), 4. 1 (3H,m), 4. 85 (1H, b 30 
r), 6, 83 (2H, d), 7, 15 (2H, d) , 
7. 46 ( 2 H) , 7. 7 (1H, s) 

[0 0 8 0] ##'B*J4 4 

2 - [4 - [ ( (3 S) -1-tert -zf Y^rftUl 
tf^l/- 3 -fc'n y 7 -3- 

(5-->T^-7-^ h^>- 2 -^>V^^^;V) :/ 

"H-NMR (CDC 1 3 ) 8 : 1. 17 (3H, t, J 
= 7 Hz ) , 1 . 46 (9H, s ) , 2. 00-2. 3 40 
0 (2H, m), 3. 16 (1H, dd, J = 1 4. 5 
and 7. 4Hz), 3, 4 0 - 3. 7 6 (5H, 
m) , 3. 80-4. 30 (3H, m), 4. 02 (3 
H, s ) , 4. 7 0 - 5. 00 ( 1 H, br), 6. 3 
7 (1H, s), 6. 80 (2H, d, J = 8. 75H 
z) , 6. 95 (1H, d, J = 1. 3Hz), 7. 2 

3 ( 2 H , d, J = 8 . 75Hz), 7. 41 (1H, 
d, J = 1 . 3 Hz ) 

[0 0 8 1] ###[|4 5 

2 - [4 - [ ( (3 S) -1-tert -7 Y 50 
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^-3-t 5 ny^^) ^^^>] -3- 

(6 2 -^>V^^-=-;U) 7 5 Ub^>i x 
(ttffiftK4») 

1 H — NMR (CDC 1 3 ) 5" : 1 . 17 (3H, t, J 
= 7. 0Hz), 1. 46 (9 H, s), 1. 90- 
2. 3 0 (2H, m) , 3. 18 (1H, dd) , 3. 

3 6 -3. 8 0 (5H, m) , 3. 9 4-4. 3 0 (3 

H, m), 4. 75-4. 96 (1H, br), 6. 4 

1 (1H, s ) , 6. 81 (2H, d, J = 8. 75H 
z), 7. 24 (2H, d, J =8. 75Hz), 7. 

4 2 ( 1 H, d d, J = 7. 6 and 1.0H 

z ) , 7. 5 4 ( 1 H, d, J - 7. 6 H z ) , 7. 6 
9 ( 1 H, d, J = 1 . 0 Hz ) 
[0 0 8 2] ##M4 6 

2 - [4 - [ ((3S) -1-tert -7 Y^isftfr 
tf^n- 3 -t'ny rt^>] y^^n] -3- 

(5 -UT y- 3 -<>V77^Jb) 7 s at^>l x 

"H-NMR (C DC 1 3 ) 5- : 1 . 14 (3H, t), 

I. 45 (9H, s), 2. 12 (2H, br), 2. 
90-4. 00 (7 H, m) , 4. 08 ( 2 H, a), 
4. 8 4 ( 1 H, b r ) , 6. 8 5 ( 2 H, d) , 7. 
2 (2H, d) , 7. 4 1 ( 1 H, s ) , 7. 5 0 (2 
H) , 7. 7 2 ( 1 H) 

[0 0 8 3 ] ##0J4 7 

2 - [4 - [(US) -1-tert -yh^UtfJl 
sK—^- 3 -b'ny tf=F^] ? - 3- 

(6 -^7^- 2 -:^:7^;l0 ^ot't>ixf;^^ 

1 H — NMR (CDC 1 3 ) & : 1 . 2 5 (3H, t, J 
= 7. 0Hz), 1. 46 (9H, s), 2. 00- 
2. 20 (2H S m) , 3. 00-4. 00 (7 H, 
m) , 4. 0 8 (2 H, q ) , 4. 8 5 ( 1 H, b 

r) , 6. 8 0 -8. 2 0 ( 1 OH, m) 
[0 0 8 4] ##M4 8 

2 [4 [ (1-tert -rf Y*r%si3)\/-&~)\/- 4 
-txtj^) ^ h+V] -3 - (7-*s 
T^- 2 -^^^;i/) 7'nbt>l 

1 H - NMR (DMSO-d 8 ) 5:1, 01 (3H, 
t , J = 7. 1 Hz ) , 1 . 1 - 1 . 2 ( 2 H, m) , 
1 . 3 9 (9H, s ) , 1.68-1. 76(2 H, 
m), 2. 65-2. 75 (2H, m), 3. 78 (2 
H, d) , 3. 9-4. 1 (5H, m) , 4. 55- 
4. 65 (1H, m), 6. 85 (2 H, d, J = 8. 
3Hz), 7. 2 5 (2H, d , J = 8. 3Hz), 
7. 5 5- 7. 65 (1H, m), 7. 68-7. 73 
(1H, m) , 7. 82 ( 1 H, s), 7. 90-7. 
95 (1H, m) , 8. 0 3 ( 1 H, d, J=8. 8H 
z ) , 8. 4 4 ( 1 H, s ) 
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2 0 8 9 4 6 



[0 0 8 5] ##^iJ4 9 

(+) - 2- [4 - [ ( ( 3 S ) - l- tert-7'> 
^;l/^-3-t°oyy-ji/) -7^^- 
;H -3- (7 -UT S-2-T7?)l>) 7 s Ut 5 ^>8 
x^;b:nXirJl/£ (-) -2- [4- [ ( (3S) - 

1 - t e r t-7>t^M^Jb-3-t s oy^ 

7*^)\s] -3- (7->Ty-2-t7 

2 - [4 - [ ( (3S) -1-tert -7Y*r%/ft}\s 
3t?-;l/- 3 - tfn y ^ + :7^;H - 3- 

(7 -->r^- 2 -y-^^;l^) 7 c Pb^>|i?J^X 
7^1/2. 0 g*x* y-;H 0 m 1 KJUfiLtSiBl, 

—^<fcO 2iSf4 H H lt ( + )- 2-[4-[((3 
S) -1-tert -^hf^^;^^- 3 - t:U y 
y-ji/) :7*^;lv] -3- (7 -zyTy-2 - 

HPLC 



* ntc 0 

mp 132-133. 5 °C 
[a] D 24 = + 1 1 7, 4 
1 3 ) 

1 H — NMR (CDC 1 3 ) & : 1 
= 7. 3Hz), 1. 47 (9H 
2. 3 0 (2H, m) , 3. 18 
4, 2 and 6, 8Hz) , 
(5 H, m) , 3. 8 7 ( 1 H, 
10 z ) , 4 , 0 0 - 4 , 10 ( 2 H 
H, br) , 6. 80 ( 2 H 4 d 
7 . 2 0 - 7. 3 0 (2H, m) 
d, J = 8. 3Hz), 7. 55 
3Hz), 7. 6 3 (1H, s ) 
d, J = 8 • 3Hz), 7. 85 
3Hz), 8. 12 (1H, s) 



(c = 1 . 0 0 8, CHC 



. 11 (3H, t, J 
, s ) , 2. 0 0- 
( 1 H ( dd s J = 1 
3, 4 0-3. 70 



t , J - 7 
, m) , 4 
, J = 8 . 
,7,42 

(1H, d 
,7,77 

(1H, d 



. 6H 
. 8 5 ( 
8Hz), 

(1H, 
. J = 8. 

( 1 H, 
, J = 8. 



^7 7AjSS 

mmm : 3 1 . 

It (-) - 2- [4 - [ ( ( 3 S) -1-tert- 

^h^^^ji/sP-ji/- 3 - to y *-*-ao 7* 
-3- (7-^>T^-2-y-^^;b) 7"utt> 

m p 82. 5-85. 0°C 

[a] 0 2 4 = - 8 5. 0 ° (c = 0. 53, CHC1 3 ) 
a H-NMR (CDC 1 3 ) & : 1. 11 (3H, t, J 
-7. 3Hz), 1. 47 (9H, s), 2. 00 
HPLC tfyA 



r5P-X**^»ttff»BMB*^A (CHIRA 
LPAK AD 4. 6<£X2 5 0mm gjizJl 
ft^XH) 

i s o - 7 4 D;V- ;b : n -*n = 15:85 

(v/v) 

1 m 1 /% 

2 5°C 



3 75> 

2, 
4, 



[0 0 8 6 ] ##^|J5 0 
3- (5 - v'T^- 2 -^>V^^;tO -2- [4- 

[ ( (3 S) - 1 -y^-3-fD'J^) tf* 
V] 7°nt^>i x^;l/x^7^;t/2 - [4 

- [ ( ( 3 S ) -1-tert - V*Y **/ft)[s#~Jl> - 
3-eny>^;l/) ^+->] :7*^;t/] - 3- (5--> 
r^- 2 -^>ify 7'nbt>i x^^x 



3 0 (2H, m) , 3. 18 (1H, 
2 and 6, 8Hz) , 3, 40 
(5 H, m) , 3. 8 7 ( 1 H, t, J = 
z ) , 4. 00-4, 10 (2 H, m) , 
30 H, br), 6. 80 (2 H s d, J=8, 
7, 2 0 - 7. 3 0 (2H, m) , 7, 42 
d, J = 8. 3Hz), 7. 56 (1H, d 
3Hz), 7. 62 (1H, s ) , 7, 77 
d, J = 8. 3 Hz ) , 7. 85 (1H, d 
^ 3 H z ) , 8. 1 2 ( 1 H, s ) 
T5P-^*3t^Sttft^Mltffl*^A (CHIRA 
LPAK AD 4. 6<£x2 5 0mm tf-HzJl 

i s o - y'UJ^s— )l : n -^+1f> = 15:85 

(v/v) 

1 m 1 /% 

2 5°C 

2 3. 2 2» 

fJH, 8g41i2 8mliCML 



d d 

- 3 
7. 
4, 



J 

6 6 
. 6 H 
, 85 ( 
8Hz ) , 
( 1 H, 
. J = 8. 
( 1 H, 
. J = 8. 



1 



50 



7 o °ct i m m 

8mHCi§iLt3 7%WA7ibftF0 t 2 9ml 
^pp^;l/A^rJn^r>^:^r7KrpHl 0 — 1 lib, 
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• 1. 07 g£f#/c Q 

*H — NMR ( C DC 1 3 ) 8 : 1 , 1 6 (3H, t, J 
= 7 . 2Hz), 1. 60-2. 30 (2 H, m), 
2. 38 (3H. s ) , 2. 00-4. 00 (7 H, 
m) , 4. 11 (2H, q, J = 7. 2Hz), 4. 6 
0-4. 9 0 ( 1 H, b r ) , 6. 3 9 ( 1 H, s) , 
6. 78 (2H. d, J = 8, 8Hz), 7 . 21 (2 
H s d. J = 8 . 8Hz), 7. 47 (2H, s ) , 

7 . 7 7 ( 1 H , s ) 10 
[0 0 8 7] ###|J5 1 

2 [4- [ ( os) 

~;t/) y*^] -3- (5 -i/T y- 2-^ 

y^y^^jl) x^x^fil^ 
2 - [4 - [ ( OS) -1-tert - 7Y*rlsjj)\, 
#-Jb-3-tfPy^-Jl>) 2f^>] y*~;l>] - 3- 
(5 - i^T^- 2 -^>V y ^^;F) ^Pb't>8 x 
^xxr^2, 3 — V — Jl/3m HCflgJBU * 

f y7WP^i2 5 m i sin*., gar i B^raa 

5^y*W*7A^nv F ^y * -tcttU 

a H-NMR (CDC 1 3 ) 5- : 1. 17 (3H, t, J 
= 7. 0Hz), 2. 04 ( 1 . 5H) S 2. 08 

(1. 5 H ) . 3. 14 (1H, dd, J = 1 5 . la 30 
n d 3. 6Hz), 3, 40-4. 3 0 ( 8 H , 
m), 4. 7 0 - 5. 04 ( 1 H, br), 6. 40 

(1H, s ) , 6. 60-6. 9 2 (2H, m) , 7. 
10 (2 H, m) , 7 . 4 7 ( 2 H, s ) , 7. 7 7 

(1H, s ) 

[0 0 8 8] #*F!I5 2 

3- (5-'>7^-2-<>777^) -2- [4- 
[ ( (3 S) - 1 -ifjtpJlXJW^JJl- 3 tfn y 

7^ 40 
2 - [4 - [ ( OS) -1-tert - 7Y*rlsft}\, 

^-3-t*u'i^) y*~;i>] - 3- 

(5-^7^-2-<>V77^iV) 7 ( pb't>i ^ 
3 g*T — y-Jl/3 m 1 CCfgJBU * 

f y7;wusi2 5 m 1 sjn*., sit 1 mmm 

^K7K»^ F U ^ATfagj^CpHl o—l l il^on^ 
;^AfSajl£^fc 0 WflWtc^gr F f ix^r^2 

8 0mff*SDAHHaKTlieiBI«*PO&. 50 
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X H-NMR (C DC 1 3 ) : 1 . 17 (3H, t, J 
= 7. 0Hz) s 1, 9-2. 20 (2H, m) , 2. 

8 6 (6 H, s ) , 3. 14 (1H, dd, J = 1 6. 

0 and 7. 2Hz), 3. 30-4. 50 (8 
H, m), 4. 72-4. 96 (1H, br), 6. 4 

1 ( 1 H, s) , 6. 8 3 (2H, d, J - 8. 7H 

z ) , 7. 2 5 (2 H, d, J = 8. 7Hz) , 7. 4 

9 (2H, s) , 7. 7 8 (1H, s ) 
[0 0 8 9] ##W5 3 

2- (4 -7*fe h^>y*:~ji/) -2-^ + yi^BI ^ 

2- (4-bFnti/7x^) -2-^ + y^K ^ 
^;bxX^Jb7. 2 5 g«rty >>> 1 5 m 1 tCifgL, 
**SB4m 1 SflDATSfir 1 H#ramf$U/c 0 5K« 

mmmnmuit. ^**^>^>ksji?u mm 

1 H-NMR(CDC1 3 ) 5" : 1. 41 (3H, t), 
2. 3 2 ( 3 H, s ) , 4. 43(2H S q ) , 7. 2 
9 (2H, d) , 8. 0 1 (2H, d) 
[0 0 9 0] ##M5 4 

3 (5-^7/-2-<>^7^) 2 (4 
bFP + v'^x^) y'Pb'^>K i?Jl/iXf^ 

a) (5-^7/-2-^/77^) ^WhV7 
x^^X^yA #0 y F 1 5. 93g, 2 - (4 
-T-fe F^>y *x;b) -2-*4 1 Viffl( 

ril^8. 2 9 F ^ t Fn77>80ml ix^ 

0m 1 <Dfi«Ct?Sj!B U ijg-ci, 
UZtt [5. 4. 0] -7-y>^>5. 34ga 

il 8B#HSSTi»PLfc 0 SJ£ffi£WNn£HU f#6 
*ifc?8S£: F;l/x>i^x^;t/x^^;l/CD?l^*J|| 
iSlit5^ r J^7^M7A^n7 f -rffi 
ML, E#iZflE©I^*il/T2- (4-T-feF+-> 
y ^^-;F) -3- ( 5 -%sT S- 2 -<>V y 77^) 
T2V)l>M x^^riHl, 2 8g«fftlSI 

1 H - NMR (CDC 1 3 ) 5-: 1. 32 (3H, t) , 
2.3 6 (3H S s), 4. 30 ( 2 H, q ) , 6. 3 
0 (1H, s) , 7. 2-7. 8 (8H 5 m) 

b) aSrSfc2- (4-7*fe F=^>y*^;l0 -3- 

(5 -->ry- 2 -<>y'77^) T&VfrWt 
;l/Xj^^;l/3. 8 g^x^7^-;l/ir F^t FU77> 

s*V ^A7 5 0mff*J[)DA«ffi«j|*Jl7cK:^Ofc. DHK 

;v) -3- (5 —>Ty- 2 -^^777^^) ypt* 
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1 H - NMR (CDC 1 3 ) 8 : 1 
= 7 . 2Hz), 2 . 25 (3H 
H, d d, J = 1 6 . 2 and 
4 0 -4. 3 0 (4H, m) , 6 
7. 10 (2H, 
H, d, J = 8. 



16 (3H, t, J 
s ) , 3, 2 0(1 
7 . 0Hz), 3 . 
5 0 ( 1 H, s ) , 
d, J = 8 ♦ 3Hz), 7. 40 (2 
3Hz), 7. 56 ( 2 H , s), 



15 (3H ) t ) 
. 1 <2H. q) , 
(1H, s ) 
d) . 7. 



6. 



4 5(2 



7. 8 6 (1H, s ) 

c) b IlTlffc 2 - (4-T-fe h*^:?*-^) - 3- 
(5 —>T 2 --<>V^^^;l/) ^b^^l x 
^;t/X^^;l/8. lg4T>^7 15%4M«x 
jr y 10 0ml fcSft? U 18 BSIfflSifirfifcB 

^fffSl T^BS<D«H{l:i^|gJ 5 . 6 2 g %mc„ 
mp 140-142 °C 
1 H - NMR (CDC 1 3 ) 8 : 1 , 

3. 0-4. 0 (3H S m) . 4. 

4. 98 (1H, s ) , 6. 39 
6(2H, d ) , 7 . 1 5 ( 2 H , 
H) , 7. 7 5 ( 1 H) 

[0 0 9 1] ###ij5 5 

3- (5 -isy y- 2 -^W?^-;!/) -3- (4- 

a) 5-7^^f'J^WftF2 0g, 2 y'n^: 
#y^A2 7. 6g*nb>150mlfCiI^ I 

^)^>777>14 ( 0 2g«#/c o 
m p 1 4 3 - 1 4 6 °C 

IR(KBr) : 1 6 44, 1 6 0 5, 1 2 5 7 cm 1 
1 H-NMR(DMSO-d 6 ) 5:3. 35 (3H, 
s), 7. 15 (2H, d, J = 9Hz), 7. 72 
(3H, m) , 8. 0-8. 2 (3H) 

b) airm?c5 -yu-^-z - (4-^b+^>y 

-{;l/)<>V7 7>15. 0gS^>r>fffl-IH6. 
0 9 fir^N-^^Jl/ - 2 - fc'P y F>7 5 m 1 (CHS 
L , fflR»«T 2 0 0 - 2 2 0 °CfCT 5 L 
tc Q *PP*^A«CT#»IL^BW*5*, 5 SHE 

^(D2- (4 -5-^>V"7^ 

IR(KBr) : 2 2 24, 1 6 44 cm" 1 
a H — NMR (DMSO-dJ S : 3. 30 (3H, 
s) , 7. 15 (2H, d, J = 9Hz), 7. 83 

(1H, s), 8. 00(2 H, d), 8. 07(2 
H, d, J=9Hz), 8. 42 (1H, s) 

c) Z?J^?)l&XfcSgfl& x^xXfiH, 85g 
f-7bfP77>20mHCi§«U ^SKf$T6 



10 



20 



30 



40 
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o %?mit-r hy^A320mg sauifc. sjbs^s 
-5 h yjw . 75 

U «»K:«*9(*ftlA, y^nny ^>ccrjam, ft 

itS^y^W7A^P7 h ^^-7 a -tcrfflffiS 
U EftiZft<Oi^ftiL/t3- (5-^T^-2- 

5 - 3 - (4 -y *^)l>) 
V)l>Wt x?;l/XXf;H. 7 8g£f#fc D 
*H NMR (CDC 1 3 ) 5: 1. 20 (3H, t. J 
= 7 Hz) , 3. 84 (3 H, s), 4. 18 (2H, 
q, J = 7 Hz ) , 6. 3 2 ( 1 H, s ) , 6. 8 - 
7. 4(5H, m), 7. 56 (2H, s), 7. 93 
( 1 H, b r ) 

d) cSrSfcEft, Z 3- (5-^T^ 
- 2 -<>V7 ;10 -3- (4-^h^^^x^ 

TZV^Wt x^x^r;H. 78g4f h7t 
F077>6mlix^y - ;b 2 0ml CDfi?«5C jg)B 
U 5%A7^^A^*M12 0 Omg^Qit 1 . 5 

^Blt3 - (5 -lsTS-2 -sOirU-Jl) -3 
(4-y Y^yy 7'Pb°t>l x^j^X 

fvH . 79g £f#/c 0 

1 H-NMR(CDC1 3 ) £ : 1. 29 (3H S t, J 
= 7Hz) . 2. 9-3, 1 (2H, m) , 3. 78 

(3H, s ) , 4. 0 9 ( 2 H, q, J = 7Hz), 
4. 5-4, 7 (1H, m) , 6. 47 ( 1 H, s), 
6. 88 (2H, d, J = 9Hz), 7. 24 (2H, 
d, J = 9Hz),7.47(2H, s ) , 7. 8 0 

( 1 H, s ) 

e) dXSrf#/c3- ( 5 -%/T s- 2 --<y^Jy^^ 
)]/) - 3- (4-y h+V7x^;t/) 7°Pt^>l x 
^iXfJH. 7 9g*i*y^PPy*>2 0ml 
(CjgjSU -SOTOTHM*^!, 3 6ml©y 
^ppy^>10ml j§^£ii§TLfc 0 < OffiSU 

1 H-NMR(CDC1 3 )5:1. 15 (3H, t, J 
=7Hz) . 2. 9-3, 3(2 H, m) , 4. 09 

4. 5-4. 7 ( 1 H, 
r ) , 6, 4 6 ( 1 H, 
J = 9 H z ) , 7. 15 
7 . 4 2 (2 H, s ) , 



50 



(2H, a, J =7 Hz) 
m) . 6, 15 (1H, b 
s), 6. 80 (2H, d s 

(2 H, d, J = 9 Hz ) , 
7. 7 6 ( 1 H, s ) 

[0 0 9 2] 5 6 

2- [2- (5— >T^-2-* 
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a) 2-*;R^-5-y b+^Slf»4, 8 7g£ 

• ^7 * * WATT a - • I CKfrffi 

[JOURNAL OF THE CHEMICAL 
SOCIETY, PARKIN I 1 9 7 5, 203 
0 - 2 0 3 3 ] CC±0|^Lfc^7x-Jb^T^*> 
0<>*>in — ^*1^>©iB^SSffi (1:1) 

5^^m7A^nv h #57 -CcJ:f)ffi$SO, io 

1 H - NMR (CDC 1 3 ) a : 3. 87 (3H, s) , 

7. 1 3 ( 1 H, d d, J = 1 1 . 5 and 2.9 
Hz) , 7. 20 (1H, s), 7. 24 ( 1 1 H, 
m) , 7 . 9 7 (1H, d, J = 1 1 . 5Hz), 1 
0. 4 5 (1H, s ) 

b) 2 -*;t^ Jl/- 5 -jt h^f^J&SftJ 5^7:c-Jl> 
yf;bx^r;l/6. 0 ( 5 — >7^- 2 V 
77^) y^Jl/F^i^-WX^^^A ^D'J F 20 

8. 1 g^fF7t Fn77>70ml t.A%J—)\>l 

o m i osffitc^pjjs o , ^SJSHf T i, 8 - yr If fcf %s 

t?U [5. 4, 0 ] - 7 -*y>f^>2. 9 1 g*JJDA 

»F;^>^nn A<D&^£jHM«HK its 

friZff©S^«WiL/T2- [2- (5—>7^-2- 

7x^y^xXf^8 . 2 g^f#/c D 
1 H-NMR(CDC1 3 ) 8:3. 84 (1H, s) , 30 
3. 88 (3H, s ) , 6. 20-8. 28 ( 1 9H, 
m) 

c) bmr:mcEfo±Zfc<DU^<D2- [2 - (5- 
^rs- 2 -^yvyy^Jl) fcT-Jl,] - 5 -A h + 
SJ&#HI > J 7x^MWxX^8 i 2g^f F7 
t FO77>60ml ix^?y^jl/6 0 m 1 (DM^C^ 

Kffc'^^A • l7K»-Sl^ , ; i ?A2. 0 
fir*JDA«^ftBi7cK«0fc. ftBS*S*0, 
?^0TWffl^£iBil*5BL 2- [2- 
-2 --<>77^;I/) -5-y F+^$if 40 

i4. 45 g£f#fc Q 
mp 1 7 9 - 1 8 2°C 

1 H — NMR (CDC 1 3 ) & : 2. 90-3. 42 (4 
H, m) , 3, 7 5 (3H, s ) , 6. 6 7 ( 1 H, 
s ) , 7 . 01 (1H, dd, J=8.7 and2. 
2Hz), 7. 2 4 ( 1 H , d , J = 8 . 7Hz) s 
7. 34 (1H S d, J = 2. 2Hz), 7. 69(2 
H, s ) . 8. 0 6 < 1 H, s ) . 12. 98 (1H, 
b r ) 

F D MS (m/z ) : 3 2 1 (M + ) , 3 1 1 , 2 8 50 
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3 

d) c3H^f#fc2- [2 - (5-^7^-2-^77 
7^) xW] -5-^ F^^lfl4. 4 5g£r 
i£-/-;l/2 0 Om 1 tCjSJSO, ilfii4miail 

n i^j^x^tiffi, mmL, aswi*H*oft:. 

»*^y^yW7A^n7F^77 ^ WcJ:0ff 
SO, MCCn-^+^>J:59Ste H B H Ortefei+^ H B B cD2 
- [2- (5-^7-^-2 — i>V77^;V) 
-5->* h*S"£fil#K xf;l/XXr;I/4. 1 U4 
f#/c 0 

mp 92-93 °C 

1 H - NMR (CDC 1 3 ) S : 1. 38 (3H, t, J 
= 7. 0Hz) , 2. 9 0 -3. 4 8 (4H, m) , 
3.8 2 (3H, s ) , 4. 3 4 (2H, q, J =7. 
0Hz) , 6. 41 ( 1 H, s) , 6. 96 ( 1 H, d 
d , J = 8 . 7 and 2. 6Hz), 7. 10(1 
H, d, J=8. 7Hz), 7. 46 ( 1 H, d, J = 
2. 6Hz), 7. 48 (2H, s), 7. 79 (1 
H, s ) 

e) dXirf#fc2- [2 - (5-^7^-2-077 

jc^jt,] - 5 h^^M#K ifJ^^ 
^4. 1 1 g^^PP^ £>4 Om HCjgjBO, 
7 8 B CK?ft*P0fc. Eiat?HJ*Mb*"53R8, 8 5g?:i 
TO, «>o<»3#i&0. -5^0 WlBSIfflittOfc. 

fc. SII^4M« *ti5tl€MMS§Sl 
mp 133-135 S C 

1 H-NMR(CDC1 3 ) 5" : 1. 40 (3H, t, J 
= 7. 0Hz) s 2. 96-3. 50 (4H, m), 
4. 36 ( 2 H, q, J = 7. 0Hz), 6. 45 (1 
H, s ) , 6. 9 3 ( 1 H, d d, J = 8 . 7 and 

2. 9Hz), 7. 13 ( 1 H, d, J = 8. 7H 
z ) , 7. 50 ( 1 H. d, J = 2. 9Hz), 7. 5 
6 (2H, s) , 7. 84 ( 1 H, s ) 
[0093] ##M5 7 

2- [2- [2- (5-^7/-2-<>V77^) 
- 5- tFn^>7x^;l/]ii 

a) 2- [2- (5-^7^-2-0^77^) x 

m 1 fC»» 0* Sft^t^^ 1 m 1 4JfJD^. 1 Bf a ffiDiI 

»Lr*«fKHT&ciKJ:0ffl9(^ny F*»fc. h 
'J^^'J;t/>?77V^S 1 0% (w/v) 
5n-^f>gI10mK F^^T^l. 3 
ml, 7^F^F'JiH0mlMfF7t:Fn77y 
10ml (DMWi*- 5 °CCC^iP0, *^*PT±SE©ffl 
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maw F©TH2h- hy^5m l»«*arFL/fti. JS 
COS^jfflKCCjSK 0 , MStiftT 1 8 0 °C 

U 2- [2- [2- (5 —>T ^- 2 -<>77 

W + ^>^;t/ 10 

xXf\;l/8 3 Omg^lt 

mp 1 2 7 - 1 2 8°C 

1 H - NMR (CDC 1 3 ) a : 3. 00 (4H) , 3. 
68 (2 H, s ) , 3. 76 (3 H, s ) , 5, 13 
(2H, s), 6, 32(1H, s ) , 6. 7 6 ( 1 
H, dd, J = 7. 9 and 1, 3Hz), 6, 8 

0 ( 1 H, s) , 7. 0 8 ( 1 H, d, J = 7. 9H 

z ) , 7, 3 0 (5 H, s), 7, 48 (1H, d, J 
= 1 . 3Hz), 7. 77 (1H, s) 
b) a*rf#ft:2- [2- [2- (5 —>T^- 2 20 
>V^^^;b) -5-^ h*f:7 ^-JV] 

^>^;l^:cXTVt/8 5 5mgS^na^i>20m 

1 SCjfflWU - 5 0 "CfcttfrSIL/fc. COSBS3R©*^H 
JWfc*«?*l. 7 5 ff(Dy*PPydf>5m 

y-)l>3 0 m 1 CCjgJBU M?^^2m 1 ?:JP^T 

* n n ^JbA^MMit ZtsV* ¥ 

ffc^fte 8 0mg^f#/c o 
mp 84-86 °C 

"H-NMR (CDC 1 3 ) d : 1. 25 (3H ( t, J 
= 7. 0Hz) . 3. 02 (4H), 3, 59 (2H, 
s) , 4. 5 7 (2H S q. J - 7. 0Hz ) t 6. 1 
9(1 H, s) , 6. 41 (1H, s), 6. 55- 

6. 84 (2H, m) , 6. 99 ( 1 H, d, J =7. 
9Hz), 7. 48(2H, s ) . 7. 77(1 H s 40 
s) 

[0 0 9 4] ##^iJ5 8 

5-iyyy-Z- [2- (4-hFn^>7^^.Jl/) x 

a) ( 5 - ^U^Er- 2 -^>V ^ ^-^;l/) ^ h 'j 7 
^n'JF91. 5gSc;p-7- 
XT^ft F25g^f F7t FP77>1 8 0 ml <t 
i^/-^ 18 0ml (D»«te»JSU SiaBBTF 1 , 
8-^TIftr^P [5. 4, 0]-7-^>t"^>2 

7 . 5 8 g * jd* 1 8 msmn b tc 0 sstMiwm o , 50 
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*rttift*3»tu — #©:ffitMtt^5-:/P*-2- 
[ 2 - (4 -J b^zyy b^;H -<>v 

32, 8g 

m p 1 9 0 - 1 9 4 °C 

1 H — NMR (CDC 1 3 ) S : 3. 83 (3H i s) . 
6. 5 4 (1H, s ) , 6. 9 (3H), 7. 2 5 (1 
H. d. J = 17Hz) s 7. 31 ( 2 H) t 7. 45 
(2 H, d) , 7 . 6 2 ( 1 H) 
5*««fttH0, »»4F;^>^SiMii-6 

Mf4f*CD5 2 - [2 (4 ^ h^i^y 

1 H-NMR(CDCl 3 )^:3. 84 (3H, s) , 
6, 35 ( 1 H, d, J = 1 4Hz ) , 6, 53 (1 
H, s) t 6. 62 (1H, d, J = 1 4Hz) , 6. 
9 (2H, d) , 7, 24 (2H) , 7, 3 (2H, 
d) . 7. 3 8 ( 1 H) 

b) am~Cfflc5 -7 0^t- [2 - (4-^ F3^>:?* 

Lfcfc(D8 4 g*y^nny jr>6 0 Om 1 fci§ft?U 
^teWfTTte^i^py F l 8. 5m l ^Jp^ratftfb 

?^>28. 9m 1 *fflTL/fc 0 StBiS***fiC*W, 
-2 - [ 2 - (4-yF + ^7x^F) fcf~;l/] 

77>7 6g*fwc (Eft zffoc*rn*6fera— © 

mp 1 6 3 - 1 6 5 *C 

X H-NMR (C DC 1 3 ) S : 2 . 6 9 (3H, s ) , 
3, 85 (3H, s ) , 6, 95 (2H, d, J = 1 0 
Hz), 7. 4 (2 H, m), 7. 6 (2H, d, J = 
1 0 Hz ) , 7. 65(2H S s ) , 8. 0 8 ( 1 H) 

c) bJlTl#/c3 -T^^Jl- 5 2 - [2- 
(4 - ^ h^>7x^W fcT~Jl/] -<>V^^>2 0. 

7g, VT>^tH— flf 6 gMN-y^ - 2 - fc'P U 

f > 8 o o m i ©s^©*a*MatT, ?sa 210-2 

A^PvF^^-&c<£9fifMU Ete>f£ywH? 
i!fe^L/ritfe»*BI6ao3 -r-fe^-2 - [2- (4 
-^Ki/7x^) - 5 -^yVyyisftJi 

F y 7 . 82g £|#/c G 
m p 1 9 0 - 1 9 TC 

X H-NMR (C DC 1 3 ) : 2 . 6 9 ( 3 H s s ) . 
3. 85 (3H S s ) , 6. 98 (2H ( d. J = 1 0 
Hz), 7 . 50-7. 8 0 (6 H, m), 8. 36 
(1 H) 
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d) clTCf#fc3 -T^f-Jl- 2 - [2 - 

;l/7. 8g^rF7tFU77>6 0 0mlix^y- 
;i/5 0 0 m 1 (omMlt^M U BJ^ffc^^y^A- l*fO 
»-«W^y^A9 0 0me*JPAT3, SBfHSffiS! 

[2 - (4 b^Zs? x^X,] - 5 -^>y 10 

mp 1 3 0 - 1 3 1 °C 

1 H - NMR (CDC 1 3 ) 5- : 2. 54 (3H, s) , 
3. 0 4 (2H, m) , 3, 4 (2H, m) , 3, 77 
(3H, s), 6. 85 (2H ( d, J=10Hz), 
7. 0 5 (2H, d) , 7, 5 7 (2H, s ) , 8. 3 
3 ( 1 H) 

e ) TkWtit'F h y^AS, 2 gCD7K3 0m 1 ^*0°C 
JMTfciftSlU WTM2. 7ml«TUc D COD 
JgjS^tC, d^rf#/c3-T*fe^Jl/-2- [2 - (4- 20 

j b^i/y x.^ji>] - 5 -^lyyy-^y^ji^ 

~ b y;l/4. 1 4 g0^+f>4 0 m 1 ®R*JKfrF 

F^7-f-R:J:0flHHL/r5-^T^-2- [2- 

mp 2 0 5- 2 0 8°C (ydr-/-J^J:OWttfl : »JNB 30 

1 H — NMR (CDC 1 3 ) 5-: 3. 13 (2H S m) , 
3. 5 ( 2 H, m) , 3. 78 ( 3H, s ) , 6. 83 
(2H, d) , 7. 07 (2H, d), 7. 56 (2 
H, s ) , 8. 3 4 ( 1 H) 

f ) mt?*~)l5m 1 tdearf#fc5-^T^-2 - 
[2 - (4 ^ h*^:7 3 -'O*/ 

77>^;b^>ii . 8 i g^m^t i BjraftiiftiSifto 

W3 0^Hff/c o *fttJL/ftJSft*6KLr5-^T^ 40 
-2 - [2 - (4-^ h + S^ai-jl,) - 3 - 

mp 135-139 °C (fflM?° ] J XAg) 
IR(KBr) : 2 2 24, 1695, 1614, 15 
8 7, 1515 cm" 1 
fir) f JTCfffc 5 - isTS -2- [2- 
:7x~;l<) - 3 V^^^ul^^ x 

^xXfiH. 7 8 g £###iJ5 5CDeIIi|nI1iCD77 

rite J: *) mm 0 , »ffl#tt*S<D«iH{ t£« 2 . 2 7 g * so 
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mp 182-183 °C 

1 H - NMR (CDC 1 3 ) 5" : 1. 45 (3H, t, J 
= 8. 0Hz), 3. 0 (2H, m), 3. 4(2H, 
m) , 4. 4 (2H, q, J = 8. 0Hz ) , 6. 7 

(2H, d) , 7. 1 (2H, d) , 7. 5 5 (2 
H) , 8. 2 9 ( 1 H) 

[0 0 9 5 ] ##M5 9 

[5-^T^-2- [2- (4-tFO^>7i^) 

a) 5-^P^Er-2- [2 ( 4 h *^:7 * 
tf^/H ^>^7>©2t©4ftStt{fil^ftl 2 8 
gl:f h 7b FP77> 1 . 3 7 
1CCWBU -IMfcS&3. Ogai40f|g«W 

#Sfi«:59fU i^^S^T, 5-^P*-2- 
[ 2 - (4 h^^>^^^;^) ^>V:?^> 
9 7. 0 8 g £rf#fc D 
m p 10 9-1 1 TC 

1 H — NMR (C DC 1 3 ) S : 3 . 0 0 (4H, s ) . 
3. 7 7 ( 3H, s ) , 6. 2 8 ( 1 H, s ) , 6. 8 

8 (2H, d, J = 9 . 0Hz) s 7. 08 (2 H. 
d, J = 9. 0Hz), 7 . 32 (2H), 7. 60 

(1 H) 

b) al|t1#/c5 7D^e 2 [2 (4 - ^F^> 
? ^>V'77>9 7 g?:##M5 8© 
b5ira«0*ffi-r«yiL/, 3-T-fe^l/-5-^P* 
-2 - [ 2 - (4-y x^;l/] 
77>79, 9 g&W?c a 

m p 1 0 0 - 1 o rc 

1 H — NMR (CDC 1 3 ) S : 2. 5 2 (3H, s) , 

3. 05(2H,m), 3. 35(2H, m), 3. 7 
6 (3H, s), 6. 80 (2H, d ( J = 9. OH 
z), 7. 10 (2H, d, J = 9. 0Hz), 7. 3 
5 (2H. m) , 8. 0 5 ( 1 H) 

c) b^lrt#/c3 -Tteffr- 5 -zfU*- 2 - [ 2 - 
(4 - ^ h^>:7^;t,) <>V77>79, 

9 g 5 8 co e ii i m&v-jy&'viem l>, 5 - ^ 

n^r- 2 - [2 - (4 h + ->:7^;W - 
3-^>y77>M^>i6 4, 2g«lt 
1 H-NMR(DMSO-d 6 ) 5:3. 00 (2H, 
m) , 3, 35 (2H, m) , 3. 6 9 (3H, s) , 

6. 80 (2H, d, J = 8. 0Hz), 7. 07 (2 
H, d, J = 8 . 0 H z ) , 7. 50 ( 1 H, dd) , 

7. 5 5 ( 1 H, d) , 8. 0 0 ( 1 H, d) 

d) c m^Cmc 5 -^P^Er- 2 - [2- (4-^F^> 

^ -3-^>V77>^?;i/^>l6 

4. 2g4x^/wl^9 0 0mHCllL, MT^ft 

tettft^tf-^S Om 1 *ii»nL3ff#ffl»P^SSitL/c 0 
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Kb, 5-^n^-2- [2- 

X^;b5 9.23 g£rf#fc 0 
mp 73-75 °C 

^-NMR (CDC1 3 ) d : 1. 43 (3H, t, J 
= 8. 9Hz), 3. 10 (2H, m) , 3. 40 (2 10 
H s m) , 3. 77 (3H, s ) , 4. 40 (2H S 
q s J = 8. 9Hz) ,6.80 (2H, d ) , 7 . 2 
(2H, d) , 7. 3 3 (2H, m) , 8. 10(1 
H) 

e) dm^ntcb - [2- 

7*^)1) x^;V] - 3 -^>!/77>^>S x 
^x^r;b3 5. 5g*f h7tFO77>400m 

unu eir P H2iLr<>-fe'>!ttt}L/c e was** 20 

gfcfMfeti L , It 5-7^-3-tF 

P + 5/^^;l/-2- [2- (4-^F^>7x^.JF) x 
?)l>] ^>!/7^>3 0 s£»ft: 0 
mp 65-75 °C 

1 H NMR (CDC1J 5: 2, 9 5 (4H, s), 
3. 6 9(3 H, s ) , 4. 33(2 H, s ) , 6. 7 
7 (2H, d) , 6. 90 (2H, d) , 7, 26(2 
H, m) , 7 . 6 5 ( 1 H) 

f) e^rf#fc5-^a*-3-t Fn^^y?ji/-2 

- [2- (4-y h=F 30 
>3 0 gSyx^x-f JH 5 0ml (CiSL, b° y 

[2 - (4 ^ h*^:7 ^>V'y ^> 

2 8. 3g £t#/c Q 
mp 70-75 °C 

1 H - NMR (CDC 1 3 ) S : 3, 00(4H 5 s), 40 
3. 76(3 H, s), 4. 38(2 H, s ) , 6. 8 
2 (2H, d) , 6. 97 (2H, d) , 7. 3 1 (2 
H) , 7 . 6 8 ( 1 H) 

[2 - (4 - A h^rzsy Jl/) x^;l/] ^>V:?^> 
10. 8 2g, Vr>ft*y)A3. 7gWl8-^ 
■^ r >> - 6 -x-r;b0. 6g^7-feF^F'JiW5m 

>^>"cjauiofc. wot u s«*s* 
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-CCj;0ffiMLT5 -^U^r- 3 -S^T^^^l/- 2 - 

[ 2 - (4 -y h^^^^-jb) ^.yvy^y 

9 . 17g £f#/c D 

1 H — NMR (CDC 1 3 ) S : 2. 9 5 (4 H, s), 
3.2 0 (2H, s ) , 3. 7 3 (3H, s ) , 6. 8 

0 (2H. d) , 6. 9 0 (2H, d) , 7. 3 3 (2 
H) , 7, 6 1 ( 1 H) 

h) g3grt#fc5 3 -i/TSM+fr- 2 - 
[ 2 - (4 h^v^^^A) ^>y^^> 
9. 17 g%x,%s-;l> 10 0ml iilSlSm 1 <DU 

SSLT, [5 -r/P-fc- 2- [2- (4-^F^>7 

- 3 -s<yV7 "7^)1] $m 
i^r^8. 9 6 g*f#/c D 

1 H — NMR (CDC 1 3 ) & : 1 . 2 1 (3H, t , J 
= 7. 0Hz), 2. 96 (4H, s), 3. 34(2 
H, s) . 3. 74 (3H t s) , 4. 1 0 (2H, 

q , J = 7. 0 Hz ) , 6. 80 (2H, d, J=9H 
z ) , 7. 00 (2H ( d. J = 7. 0Hz), 7. 2 
8 (2H) , 7. 5 9 ( 1 H) 

i ) hmx^ntc [ 5 -r/P-fc- 2 [2 - (4 ^ h + 

fcj^JGHU «6&«-ttfi© [5-V7/-2- [2- 
(4 b+^^^A) x^;l/] - 3 - ^>V^x 

8^ x^;bx^T-Jb4. 5g«#fc 0 
mp 8 5 -8 6 °C 

1 H — NMR (CDC 1 3 ) 5" : 1 . 2 3 (3H, t , J 
= 7. 0Hz), 3. 01 (4 H, s), 3. 40 (2 
H, s ) t 3. 7 5 ( 3 H, s ) , 4. 11 (2 H, 
q , J = 7. 0 Hz ) , 6. 80 (2H, d, J=9H 
z ) , 7. 00 (2 H, d, J = 7. 0Hz), 7. 4 
7 (2H) , 7. 8 1 ( 1 H) 

j ) hmxmtc [5-*sTS-2- [2 - (4-^F + 
i/y AO x^ji*] 3 ^ g^lg x 

?;^Xf;U, 4 5 gr£##F!l5 5<Dem£mmc$at 
HU «IWt^«2 . 9 8 Gr«*K&t6A£ Lt» fc B 
mp 134-136 °C 

1 H - NMR (CDC 1 3 ) 8 : 1. 22 (3H, t, J 
= 7. 0 Hz) , 2. 98 (4H, s ) . 3. 39 (2 
H, s ) , 4. 12 ( 2 H, q, J = 7, 0Hz), 
6. 74 (2H, d, J = 9. 0Hz), 6. 91 (2 
H, d, J=7. 0Hz), 7. 48 (2H), 7. 8 
0 ( 1 H ) 

[0 0 9 6] ##W 6 0 

3- [2- [2- ( 5 —>T^>V [b ] ^x>-2 
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x;t/] 7°aW>l x^;^xf^ 

a ) 7 * )l> V y (ferulic ac id) 2 

IRU 19. 3g©3 - (4-t FU^>-3-^K 

>^xx;io ^Pfcr*>H*f#ft: 0 

mp 8 7 -8 9 °C 

^-NMR (CDC1 3 ) : 2. 5-3. 0 (4H S 

m> , 3. 85 (3H S s ) , 6, 5-6, 9 (3H S 10 

m) 

b) a*rcf#ft:3- (4-tFO^>-3-yh^>7 
x^V) 7'ntt>Sl9. 3g?:i^-il/3 0 0m 
1 L , 2 . 0 m 1 * m 2 l^mAflRS&E 0 

l£«Ofco MB^SSU ?fi«©3- (4-tFO + S/ 
-3 7'nt:^>i x^xxr 
^2 3, 0 g£f#fc c 

a H-NMR (CDC 1 3 ) d : 1. 23 (3H S t, J 
= 7, 2Hz). 2, 4-3, 0 (4H, m) , 3, 8 20 
5 (3H, s) . 4. 12 (2H, q, J = 7. 12H 
z ) , 6. 6-6. 9 (3 H ( m) 

c) b mr:ntc 3 - (4-tFP^>-3-^h^>7 
*x;i0 7'Pfc'*>Si^j:Xf;H0. Og^fF 
5tFO75>3 0 0mlKSlBU 6 0 «*JfHfc:T h 

y^Ai, 9 6 g%m*.x 5 o°cr3 o^mnvtc 0 o 

l*"C*ft^?Jl/7. 17g?:iTl, 6l^mA8RS&EL 
fc. SttSRftTKCcftW, ^pn*;l/A}|(UU TKiSfeftIK 

Iit^>'J.*^M7A^U7 h 2^:7 -f — tCfaL^ 30 

ot s t>i x^;l/xx^r;b5. 6g^f#/c 0 
1 H-NMR(CDC1 3 ) d : 1. 23 (3H f t, J 
= 7. 2Hz), 1. 43 (3 H, t, J = 7. 1H 
z) , 2. 4-3. 0 (4H ( m) , 3. 85 (3H S 
s), 4. 06 (2 H, q. J = 7. 1 Hz ) , 4. 1 
1 (2H, q s J = 7. 12Hz), 6. 7-6. 9 
(3H, m) 

d) cSt#fc3- (4-xF+^/-3-yF^>'7^ 
^Jb) 7°Pt:^>| if;biXr^9. 3g^ftil 40 
OmltcgML. ^nn^^ y^;l/x— y*;l/7. 4 
e*mSfi-C2 2«FlB«fPOft:. KJESKtJMctca* 

;l/^^^^>8. 5 4g5JDl ^SKT 1 8B#HB1J$ 
L/c Q 365C7 0-8 0 Q Cr5B#ra»}¥L, 
>^^>r-^3 >T : I^^, n + >£fln3.EHfc 

;fr;t/;J<x;t,x^;l/) -4--rfF+^7*-;b] ^f;bh 
y7x^*X^«)A ^OUF6. 0g?:f|/c o 50 
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e) b-UTS^l^J Lb] 2 -ijfrrtfo 
fbFL 5 g&^dXir|#/cffi [ 5 -x f-^>- 2 - 

(2 -x h^^b^xjl/x^b) -4-^ h^?* 
x;H ^^;l^h y7x^J^X^^^7A #PU F 6 . 
34g4f F7tFO77>50ml £x#y-;b5 0 
m 1 ©fflftfcjgJBU 1, S-^TIftfV^P [5. 
4. 0 ] - 7 -^>^-fe> 1 . 8 3g^te®Uri 8 

P77>20ml ix^7^2 0m 1 CDigfl£&C?g)B 
U 1 0%^7^>)A^Mi (5 OHffliHS) 1. 7 

- [2 - [2 - (5-^T-^>V [b] ^x>-2- 
-frtO x^;H -4-iFt^-5-^F+i/7x^ 
;H 7°Ot^>i x^xXfJH , 2g^f|/c 0 
1 H-NMR(CDC1 3 ) & : 1. 24 ( 3 H, t, J 
= 7. 1 H z ) , 1 . 3 6 ( 3 H , t , J = 7 . OH 
z) , 2. 4-3. 3 (8H, m) , 3. 84 (3H, 
s) , 3. 98 (2H ( q, J =7. 0Hz) , 4. 1 
3 ( 2 H, q , J = 7 . 1 Hz ) , 6. 6 4 ( 1 H, 
s), 6. 70 (1H, s), 7. 04 (1H, s ) . 
7. 4 6 ( 1 H, d d, J = 8 . 4 and 1.5H 
z ) , 7. 83 ( 1 H. d, J = 8. 4Hz), 7. 9 
6 ( 1 H, s ) 

f) e gtf#fc3- [2 - [2- (5 -5^T>"<>^ 
[b] ^x>-2--W xt^] -4-xh + ^>-5 

2. lg^r-3'J^>2 0nincMU 3^ty^ 
9A7. 94g ^Jjp^r 1 8 W»iSl/c a mSM 

0 . 3ml 1 ^Flfflftl*jl«Lft:. ^£SJ±g 

*U ^pp^;bA-c#f?o, *jJfe»KI»or»«a* 

;^7A^P7F^77^iailU tt«(DSMft 
^2. 0 g£f#/c 0 

1 H NMR (CDC 1 3 ) 5": 1. 24 (3H, t, J 
-7. 1 Hz ) , 1. 35 (3 H, t , J = 7. OH 
z) , 2. 4-3, 3 (8H S m) , 3, 9 8 (2H, 
q, J = 7. 0 Hz ) , 4. 13 (2 H, q, J=7. 

1 Hz ) , 6. 6 0 ( 1 H, s ) , 6, 7 5 ( 1 H, 
s) ( 7. 44 (1H ( dd, J=8. 4 and 
1, 5Hz), 7, 82 ( 1 H , d , J = 8, 4H 
z ) , 7. 9 6 ( 1 H, s ) , 7 . 9 4 ( 1 H, s ) 

[0 0 9 7 ] 6 1 

3 - [ 2 - [ 2 - (5 -^T/O 1 / [b ] ^x> - 2 
x^;i/] - 5 -b Fnt^7x^.;l/] 

a) 6-y Ft^-2-fF7n>33. 5g?;x^y 
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m i &tfaHrat i i o o o c^4fffra»ii^«f#u 
^£T£vy#y;i^^A#p^ h * -rffiS 

-6 -J h*U'f7$l'l/5 t 8 2g%mc 0 
l H-NMR (CDC 1 3 ) S : 1. 37 (3H, t, J 
-7. OHz) , 2. 2 0 -3. 0 0 (4H ( m ) , 
3. 79 (3H, s) , 3. 84 (2H, q, J =7. 10 
OHz), 5. 48 ( 1 H, s ) . 6. 60-7. 00 
(3H, m) 

b) a5tSfc3, 4-^bFP-2-xF^>-6- 
h+^^^^f U>5 . 8 g^x^y-;l/9 Omii^ 

^nny^>i Om 1 ©HStcigjBU 8S$T- 2 0 °C 

^x;b7 -f F 1 0 m 1 £$>o < DiSTl, 

^ t FU77>ix^ ^CD^Mjg^f lOOmHC 
j§S?L, (5-->T^^>^ [b] ^x>-2-^Jb) 20 

jt^jvv y y x.^n&y^^o y f l 2 . 5g^ 
flnit* Heel, t'^^n [5. 4. o] - 7 

-^>T^>4. 4 6miani/cfl5i«}$L/c a 
Sl£«*«ffi»af * P P * ^ A *®HS«| i 

fee WRftfc^^-Jl'i^H^b K07 7>0fil 

0%SfflM) 3. 9 ff*aA3ieiBrSm»II«7C*tT^ 
3- [2- [2- (5 -tsTS+nyS [b ] ^x>-2 
->f;l/) xW] - 5-^ F^^7^^;H 7'utt> 30 
98 x^;bj:X^;l/2 . 7 5g^c 0 
a H-NMR (CDC 1 3 ) 5* : 1. 22 (3H S t, J 
= 7. 2Hz), 2. 2-3. 4 (8 H, m) . 3. 7 
6 (3H, s) , 4. 16 (2H, a, J = 7. 2H 
z ) . 6. 60-7. 30 (4H, m) . 7. 48 (1 
H, d, J=8. 2Hz), 7, 85 (1H, d, J = 
8. 2Hz), 7. 99 (1H, s) 

c) b*re1#fc3- [2 [2 (5-^>T^^>^ 

[ b ] =£x>- 2 - -f - 5-ybtS/7* 

x;l.] 7°at^>i x^;bxX^;l/CD2 . 7 5g§# 40 

5 5 cd e it t mmommc ct 0 Mil L , M©«H 

ffcl^g»2. 3g«#/c D 

a H-NMR (CDC 1 3 ) 8 : 1. 23 (3H, t, J 
= 7. 1Hz), 2. 4-3, 3 4 (8 H, m) , 4. 
13 (2H, q , J =7. 2Hz), 5. 60 ( 1 H, 
s ) , 6. 50-7. 20 (3 H. m) , 7. 2 5 (1 
H, s ) , 7. 4 4 ( 1 H, d, J = 8. 3 Hz ) , 
7. 82 (1H, d, J = 8. 3 Hz ) , 7. 92 (1 
H, s) 

[0 0 9 8] ###(6 2 50 
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2- (5—>T^>^ [b] *:t>-2 ->W -3 
- (4-bFnt^7xx;i/) 7 4 nb't>S x?;l/x 

a) 5 -^P^e-2 -b Fn^W^;K>^/ [ b ] 5^ 
^y^>0 + 5 g*y^nay$>2 Om HcgflSU 
H*fty >2 3 0mg ^JP^ 1 WgfirIj$lfc D s 

f»L, ?§«£S*L/c 0 i»7tFxF»i;H 
Om 1 i^^J^+^FBm 1 ©ffi^ftScSBS 
U ^>T >ffc#— fi 3 0 0mg * JP^ 2 ^RftdRjlft L 

-2 -^T>^^-^>1/ [b ] ^>2 0 Omg 

mp 94-96 °C 

1 H - NMR (CDC 1 3 ) S : 3. 98(2H S s) , 
7. 2 5 ( 1 H, s ) , 7. 4 2 (1H, dd, J = 
8,5 and 1. 8Hz), 7, 65 (1H, d, 
J = 8. 5Hz), 7. 9 0 ( 1 H, d, J = l. 8H 
z) 

b) a^rfffcS -^P*-2 -tsTSjt*Jl''<Z>'*f 
[b] ?^7x>12, Og^x^y^SOmlfcg 

JBU * 1 . Oml S«i7m 1 £flP^ 7B^ra» 
Si*Lfc 0 IKii-z^HOmK iWl5mlS 
e»K 0 . 5ml £ftP;i 2 BfRB^SSfe L fc D ?ftfg*£r flO 

mL?c B «si«^ <^sai**^fy^A*«}R^ 

7A^nv h ^^-7 ^ — rffiSU 2- (5-^p^e-^ 

[b] ^x>-2--Y;lO ffEK x?;i/xxf;l/ 
8 , Og £t#fc 0 
mp 56-57 °C 

1 H — NMR (CDC 1 3 ) 5 : 1. 28 (3H, t, J 
= 7. OHz), 3. 88 (2H, s), 4. 23 (2 
H. q. J = 7. OHz), 7. 11 ( 1 H. s ) , 

7. 38 (1H, dd, J=8, 3 and 1.8H 
z), 7, 68 (1H, d, J = 8. 3Hz), 7. 8 

2 (1H, d s J = 1 . 8 Hz ) 

c) bSrf#fc2- (5-:/P^-<>y [b] ^x>- 
2--OWlt« x^x^r^8 0 0mg, KK^x 
^9 6 5mg^N, N-WW*;^7 5 F4m 1 
&Cjgj§? U 12 0-130 TtfDttiSr MB L ft* ^7j<* 
fttFU^A (60%) 1 6 2mg%m%-tc 0 l^iSCCT 
1 0 ^UfiM^;K*f h y ^ A (60%) 30mg 

;^7A^PvF^77^ja^ffi»L, 2- (5- 
^P^r-<>V [b] ^x>-2-^;L^) "2~xK^> 



61 

2 H — NMR (CDC 1 3 ) S : 1. 2 8 (6H, t, J 

= 7. OHz), 4. 25 (4H, q, J = 7, OH 

z ) , 4. 9 5 ( 1 H s s ) s 7. 17 ( 1 H, s ) , 

7, 35 (1H, dd, J=8. 3 and 2. 1H 
z) , 7. 6 2 ( 1 H, d, J = 8. 3Hz), 7. 8 

3 (1H ( d, J = 2. 1Hz) 

d) ciir1#fc2 - (5 -^u^e^>v [ b ] ^x>- 
2-^;iO - 2 -x h^#;i^^g1^ i^vxx 
t";I/6, 2g, 4-y K^^^^oy F5. 2g 10 
£rN, N-^fW^AT 5 F3 Om HCjgJBU S 

fir*Sftt hy^A (6 0%) i. 3 4g*Jin*3B$ 

x>KZT»|ffiU #i*«ISJ*t,fc. *§«£SSU JSS 

^ -fcfl-L2 - (5 [ b ] 

-2--O10 -2-xFt^W^-3- (4-^ 

mp 58-60 °C 20 
1 H-NMR (CDC lj 8 : 1. 22 (6H, t, J 
-7. OHz), 3. 65 (5 H. s ) . 4. 30 (4 
H, q, J=7. OHz), 6, 60 (2H, d, J = 

8. 5Hz ) , 6. 79 (2H, d s J = 8. 5H 
z) , 7. 31 ( 1 H, s ) , 7 . 35 ( 1 H, dd s 
J = 8. 8 and 1. 8Hz), 7. 60 (1H, 
d, J = 8, 8Hz), 7. 82 (1H, d, J = l. 
8Hz ) 

e) dm^ntcZ - (5 -^P-foy [ b ] ^x>- 
2--O10 -2-xh^>W^-3- (4-^h 30 
^>7x^) 7°nt^>| xWx^rib3, Og 
*xiry-jl/2 5m HCgJBO, TK^t^y^AO. 9 

1 g CD/J< 2 . 5ml S«* SDA T ^*ST* 4 B IfflSIfP L 

»x3ry^6 0mlfC^»L, f«fif£$4 m 1 £2JD 
x.tl«IJiISl/c 0 »a*»TKi8lftKM7K3R^ 

fcc m^>y*^7A^n7 a -x*m 

»U 2- (5-^n^>^ [b] ^x>-2--f 40 
;W -3- (4-^F^>7x^) 7°cib^>l x 
^i^f;b 1 . 6 gr£rf#/c D 
mp 62-65 °C 

'H-NMR (CDC 1 3 ) d : 1. 15(3H S t, J 
= 7. OHz), 3. 08 (1H, dd, J = 1 3. 5 
and 7. 3Hz),3,37(lH,dd, J = 
13.5 and 7.3Hz),3.71(3H, 
s) , 4. 10 (2H S q, J = 7. OHz), 4. 1 

4 ( 1 H, t , J = 7 . 3 Hz ) , 6 . 7 5 (2 H, 

d , J = 8 . 7Hz), 6. 83 (1H, s ) , 7 . 0 50 
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5 (2H, d, J = 8, 7Hz) , 7, 30 (1H, d 
d, J = 8. 8 and 2. 3Hz), 7. 57(1 
H, d, J = 8 . 8Hz), 7. 74 ( 1 H, d, J = 
2. 3 H z ) 

f ) em*vmc2- (5-^n^r^>^ [b] ^x>- 
2--f;l/) -3- (4 h^->^^^;l/) 7"nW> 

6 J.?;vxxf;n. 6 g*##W5 SCDcatl^Hi 
K&LfflU 2 - (5 —>T^>y [ b ] - 2 - 

-3- (4-^K^7^;H 7'tit:t>i 
x^;bxX7^;t/ 1 . 0 g £f#/c 0 
mp 93-96 °C 

1 H - NMR (C DC 1 3 ) $ : 1 . 17(3 H, t. J 
-7. OHz), 3. 09 (1H, dd, J = 1 4. 0 
and 8. 0 H z ) , 3. 39 (1H, dd, J = 
14.0 and 8 . 0 H z ) , 3 . 7 3 ( 3 H, 
s) , 4, 12 (2H, q, J =7, OHz) , 4, 1 

6 (1H, t), 6. 7 5 (2H, d, J = 8. 8H 
z), 7, 05 (2H, d, J = 8, 8Hz), 7, 1 
3 (1H, s), 7. 43 (1H, dd, J = 8 . 3 
and L 3Hz), 7, 8 1 ( 1 H, d, J = 8. 
3 H z ) , 7. 92 (1H, br) 

g) f arf#fc2 - ( 5 -w /<>V [ b ] ^x>- 

2- -Y;!/) -3- (4 h^->^^^;l/) 7°Pt^> 
K i?jViXf^3, 3 g^##M5 5CDeJIi|H|« 

mp 146-147 °C 

1 H - NMR (C DC 1 3 ) 5" * 1 . 19(3 H, t, J 
= 7. OHz), 3. 09 (1H, dd, J = 1 3. 5 

and 7. 5Hz), 3. 38 (1H, dd, J = 
13.5 and 7 . 5 Hz ) , 4. 1 3 (2 H, 
q, J = 7, OHz), 4, 18 (1H, t), 6, 7 
0 (2H, d, J = 8 . 5 Hz ) s 7. 00 (2H, 
d, J = 8 + 5Hz), 7. 15 (lH i s), 7. 4 

7 (1H, dd, J = 8. 3 and 1.3Hz), 
7. 85 ( 1 H, d, J = 8. 3Hz), 7. 95 (1 
H, br) 

[0 0 9 9] ##M6 3 

2 - [4- [ ( (2S) -1-tert vh^UtfJl 

2 -bfoyy^) y h+v'] ^cc^;H - 3 

- (5-^r^-2-^>V"7^^;b) 7°OW>S 

3- (5 —>T^- 2 -^>y75^l/) -2- (4- 
tFOt^^x^) ^t't>l x^jVxXfiH 

(2 S) -1-tert - h^#;l/3tf~Jl/- 2 

- tfn y ;i> l . 2g, Mh r J7x^;^ 
X7^>L 56g©rh7bFn77>3 0 0ml|§ 

m i 8 i$m*»r«fw&. jsjs^cc ( 2 s ) - i - 

t e r t --fb^Z/ftfrtf—Jl- 2 -fcfP T J 

— Jl>0. Bg, hy7x^;^X7^>0. 78g, R 
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fcJ^WSLT, iftW(D«^7 9 0mg4f# 

*H — NMR ( C DC 1 3 ) & : L 15 (3H S t) s 

1 . 4 6 ( 9 H, s ) , 1 . 9 8 (4H, b r ) , 3 . 
0-4. 2 <8H, m), 4. 1 ( 2 H) , 6. 37 

( 1 H, s ) , 6. 9 (2 H, d ) , 7. 2 (2 H, 10 
d) , 7. 45 (2H) , 7. 76 (1H, s) 
#*«6 3 ##W6 4-7 l<D{fc 

[0100] ##^iJ6 4 

2 - [4 - [ (1-tert - ? h 3 
-f-^yy-ji/) tf^f] -3- 

;b 

a H-NMR (CDC 1 3 ) 5" : 1 . 15 (3H ! t), 

1. 40 (9H, s), 1, 50-2. 0 (4H t 20 
m), 3. 0-4. 5 (8 H, m), 4. 1 (2H), 

6. 43 (1H, s), 6. 9 (2H S d . J-9H 
z ) , 7 . 2 ( 2H, d, J = 9Hz), 7 . 52(2 
H) . 7. 8 3 (1H, s ) 
[0101] ##W6 5 

3 - [4 - [ ( (3 S) -1-tert h 
#-ji/-3-tfPi/^-Jb) -3- 

(5 —>T 2 -<>777^W 7'Ob't>l X 

a H-NMR (CDC 1 3 ) S : 1. 16 (3H, t, J 30 
= 7 Hz), 1 . 46 (9 H, s ) , 2. 0-2, 2 
(2H, m) , 2. 8-3. 2 (2H, m), 3. 5 - 
3. 7 (4H f m) , 4. 10 (2H, a, J = 7H 
z ) , 4. 5 - 4. 7 ( 1 H, m) , 4. 9 ( 1 H, 
m) , 6 . 4 9 ( 1 H, s ) , 6. 8 2 ( 2 H, d, J 
= 9 Hz) , 7. 23 (2H, d, J =9Hz) , 7. 

4 7 (2 H, s ) , 7 . 8 0 ( 1 H. s ) 
[0102] ##0»J6 6 

5 - [ ( (3 S) -1-tert - ~f V *rlsftfotf~fr 

^ + ^] -2 - [2- (5-->T 40 
2 — t>v^77^) ^ftSigx^xx 

a H-NMR (CDC 1 3 ) 5- : 1. 38 (3H, t, J 
= 7. OHz), 1. 48 (9H, s ) , 2, 00- 

2. 30 (2H, m) , 2. 9 6 -3. 7 6 (8H, 
m) , 4. 3 6 (2 H, q ) . 4. 9 0 (1H, ta 

r ) , 6. 44 ( 1 H, s ) , 6. 9 3 ( 1 H, dd, 
J = 8 . 8 and 2. 7Hz), 7. 15 (1H, 
d, J = 8. 8Hz), 7. 48 (1H, d, J = 2. 
7Hz ) , 7. 52 (2H, s ) . 7. 8 0 ( 1 H, 50 
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S) 

[0103] ##M6 7 

2 - [5 - [((3S) -1-tert-^ b^isftfr 
^ji/-3-t f nyy^) *=f5>] -2- [2- (5 
-vry-2-OV77^) x^;l>] 

1 H — NMR (CDC 1 3 ) 5- : 1. 25 (3H, t, J 
= 7. OHz), 1 . 47 (9H, s), 1 , 90- 

2. 30(2H,m), 3. 04(4 H, s ) , 3. 3 
6-3. 70 (6H, m) , 4. 16 (2H, q, J = 
7. OHz), 4. 90-5. 12 ( 1 H, br), 

6. 42(1 H, s), 6. 60-6. 80(2 H, 
m), 7. 08 (1H, d, J = 7. 6Hz), 7. 4 
8 (2H, s ) , 7. 7 7 ( 1 H, d. J = 0. 8 7 H 
z) 

[0104] ##M6 8 

2 - [2 - [4- [ ( ( 3 S ) - l- tert-^Ft 
5>^7Ji/*T— Ji/- 3 - tfn r;y^;i/) y^^-Ji] 
x^;b] - 5 -S>T^- 3 -^>:/:7^>#;l^>K 

1 H-NMR(CDC1 3 ) 5" : 1. 46 (12H, 
m), 2. 05 (2H, m) , 2. 95 (2H, m) . 

3. 5 (6H, m) , 4. 4 (2H, q> , 4. 8 0 
(1 H, b r) , 6. 82 (2H, d) , 7. 0 8 (2 

H, d) , 7. 5 5 (2H) , 8. 3 0 ( 1 H) 
[0105] ##M6 9 

3 - [5 - [ ( (3S) -1-ter t-y h^UtfJl 
^-3-b'ny^l/) tf=F^] -2- [2- (5 
-W<//[b] 2 — f Jt') - 4 

1 H — NMR (CDC 1 3 ) & : 1 . 2 3 (3H, t, J 
= 7. 2Hz), 1. 33 (3H, t . J = 7. OH 
z ) . 1. 47 (9H, s), 2. 00-3. 30 (1 
OH, m) , 3. 4-3. 7 (4H, m) , 3. 94 
(2H. q, J -7. OHz) , 4. 12 (2H, q, 
J = 7, 2Hz), 4. 70-5. 00 (1 H, b 
r), 6. 67 (1H, s ) . 6. 72 ( 1 H, s ) , 

7. 05 (1H, s), 7. 46 ( 1 H, dd, J = 
8.4 and 1. 6Hz) , 7. 84 ( 1 H, d, 
J = 8, 4Hz), 7. 9 5(1 H, d, J = 1 . 6H 
z) 

[0106] m^mi 0 

3 - [5 - [ ( (3 S) -1-tert -7 V*rfft)\> 
3 -tny -2- [2- (5 
—>T^>y [ b ] =^x>- 2 — f ji>> ? * 

m p 1 1 7 - 1 1 9 °C 

1 H-NMR(CDC1 3 ) & : 1. 24 ( 3 H, t , J 
= 7. 1Hz), 1. 47 (9H, s), 1. 6-3. 
6 ( 1 4H, m) , 4. 13 (2 H, q, J =7. 1H 
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z) , 4, 6-4. 9 ( 1 H, m) , 6, 5 0 - 7. 2 
0 (4H, m) . 7. 45 (1H, d, J = 8. 5H 
z) , 7. 8 3 ( 1 H, d, J = 8. 5Hz ) , 7. 9 
5 ( 1 H, s ) 
[0107] 7 1 

3 - [4 - [ ( (3 S) -1-tert -?Y*rt/ti}\, 
#^;l/-3-t:'ny^^) tf + S'] 7x^iH -2- 
(5 —>T^>V [ b ] ^x>-2 --f;b) 

"H-NMR (CDC 1 3 ) S : 1. 1 6 (3H, t, J 10 
-7. 0 H z ) . 1. 45 (9H, s ) , 3. 08(1 
H, d d, J = 1 3 . 7 and 7 . 4 H z ) , 3 . 
30-3. 70 (5 H s m) . 4. 11 (2 H, q , J 
= 7. 0 Hz ) , 4. 00-4, 30 ( 1 H) . 6. 7 

2 (2H, d, J = 8 . 3Hz), 7. 07 (2 H, 

d, J = 8, 3 Hz ) , 7 . 10 (1H, s ) , 7. 4 
0 (1H, dd, J=8. 3 and 1.3Hz), 
7. 77 (1H, d, J = 8 , 3Hz), 7 . 89 (1 
H, b r ) 

[0108] 7 2 20 

3- (5-^>7^-2-^>V77^) -2- [4- 

3 b Fo^f h ^b FP7 ^>3 g\ 2 (4 b 

Fn+V7^^;i/) -2-**vffffi£ ^f^xf^ 
6. 5g, MF , J7x^;l/*X7 J f>9g?:f F7t 
Fn77>3 0mHC«L. 7^^*>i S^x 

[4- [ (^h^b Fn-3-77^;i/) 
— - 2 -tf^vBHB 5g^tt 
tt^£LTf#ft: 0 _hlEtcJ;Df#^2- [4- [ (irb^7 
tFn-3 7 -2 

VSMI ^^xXf^2. 2g 4 (5-^>r^-2- 

;io ^^Fy7x^*x*^«)A # 

o r i F3. 6g4f F7bFn77>30mli^^y 
-;t/5 0 m 1 <Dfi^SC?gJS¥U tR^T 1 , e 
>^U [5. 4. 0] - 7 -^>fH2> 1 . 5ml£7jP 
Al 8B$ramrSifPLfc 0 ££tt«tt»£HU SIS 40 

y^W7A^d7F^77^tffiSL, E#iZ 
f*Oii^»iUt3- (5 -isT s- 2 -"OV^^r. 
JlO -2- [4- [ (f F7tFa-3-77^) * 
Iris] 7 ^^)l>] T&VfrWt j**)\'X.Z>^)l'fcV3tc a 

ccdtz vjvmmmi^^^y-^s om i tcjgjBu 

^y;^7A^P7F^77^tfffi!U S»fb£ 50 
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*W2. 5g«#/c 0 

1 H-NMR(CDC1 3 ) 5- : 2. 0-2. 3 (2H, 
m) , 3. 2 (1H, dd), 3. 6 (1H, dd) , 
3.6 5 (3H, s ) , 3. 9 7 (2 H, d) , 3. 8 
-4. 2 ( 1 H, m) , 4. 8-5. 0 ( 1 H, m) , 
6. 40 (1H, s ) , 6. 8 ( 2 H , d), 7. 2 5 
(2 H, d ) , 7. 5 (2H i s), 7. 79 (1H, 
s) 

[0109] 7 3 

3- (5 -IsTS- 2 -4 Is F yjl/) -2- [4 - 
[ ( (3R) -f F7bFo-3-77^) 

(S) - ( + ) -3-bFo + ^f F7tFP77> 

3. Og, 2- (4-tFnf^7^^W -2-^ + 
Vffl^ y^Jl/iJ^^B. 6gMF T J7x^^ 
^>8. 9 0 g*f f7fc FP77>3 0ml K»IS 

-(,cxmmLmv(<D2- [4- t < or) -^F^t 

Fp-3-77^;I/) tf^t"] -2-^+v 
- [4 - [ ( (3R) -fF7tFO-3-77^) 

-2-tf+vBffll ^^i^^f^ 
1. 7 0 gi (5-->T^-2 FU^) y^-Jl/F 
'J7x^X*^')A7'0^ F3. 0g?:f F7tF 
H77>3 0m 1 £^£^-;b3 0 m 1 COfi^BJKSFl? 
IMTSff L/fctpK, 1. 8 -^Tlfb'v^n [5. 

4. 0 ] - 7 -^>~r-fe>2. 1 m 1 *JflIiU iigt2 

^A^u^F^^-fc^ffiSU E{*£Zf*(DJg 
^SiLT3- (5-^7/-2-^>F f JJV) - 2 - 
[4 - [ ( (3R) -f^h^b FP-3-77^^) ^ 

CCDEftt ZtiHDffi^W^^-Jl/S 0 m 1 tcigft? 
0, Kffc^i^A ■ ItKWBJ * «M^y ^A4. Og 

T*b F > CD&^ft&ftUtiHK i T £ W # A* ^ A 9 
«{fc£*l 1 . 5 0 g %mc Q 

1 H-NMR(CDC1 3 )^:3. 1 0 ( 1 H, d 
d ) , 3. 6 0 ( 3 H , s ) , 3. 78-4. 10 (5 
H, m) , 4. 7 5 - 5. 0 0 ( 1 H, m), 6. 25 

(1H, b r) , 6. 80 (2H, d) s 7. 2 0 (2 
H, d) , 7. 3 0 - 7. 9 0 (3H, m), 10. 0 
0 ( 1 H. s ) 

[0110] ##M7 4 

3- (5 -%/TS- 2 F UJl/) ~2- [4- 
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[ ( (3S) -f F7tFO-3-77^) t^r^l 

a) (S) - ( + ) - F7tF0^7 
>5. Og, 113. 3gMF r ;7x^J^X7^> 
17. Og*f F7tFa77>80ml(cjSBU * 

12. OetiBrFU Siftfcr2i©iai9WLfc. 
it fisnfc^SM * p p r 

MM (S) - ( + ) -fF7tFn-3-77^x 10 
Xfvl^fffc, Ch?:^^ >>-Jl/ 5 0 m 1 CCfgJB 0, S 

LTffl (R) - (-) -3-fc FPt^fh7t FU7 
^>4. 5 0 g£f#/c Q 

b) aSTflfc (R) - (-) -3-b Fut^>rh7 

5 0gf#/c o 

1 H - NMR ( C DC 1 3 ) & : 3 ♦ 1 5 ( 1 H, d 20 
d), 3. 65 (3H, s), 3. 80-4. 20 (5 
H s m) , 4. 80-5. 05 ( 1 H, m) , 6. 30 

( 1 H, b r ) . 6. 8 2 (2H, d) , 7. 2 2 (2 
H s d) , 7. 3 0 7. 90 (3H S m) , 9. 30 

( 1 H, b r ) 

[0111] ##F'J7 5 

3- [4- [ ( (3S) -1-ter t-^Y^f^JV 
^-3-t'P'j^) tf^] - 2- 

(5 -%sTS- 2 ^^;b) 7°ut°t>S j* 

^X^fil' 30 

a) 2-r-feW-5-<>y'7 7>^^hyjb2 

1. 0g4y^Pny$>3 0 0mlKS(BL, »ffT 
-10°Cr*3Rl8. 2g(D^^any^>30mlg 

£"<>iz> i n - ^^t>(Dg^j;Wfi H B 0 ltife 
<Z)2 (2 -^P^Er- 1 -^tVX^) -5-"^>V/ 
77>M^F'J^2 1. Og?:i/Co 
mpl56-158°C 40 
IR(KBr) : 2 2 2 8, 1 6 9 6, 1 6 1 6, 15 
6 4, 1 2 9 0, 1 1 6 6, 1 1 2 2 cm" 1 
1 H - NMR (CDC 1 3 ) : 4. 44 (2H, s) , 
7. 60-7. 90 (3H, m), 8. 11 ( 1 H, 
s) 

F D MS (m/z ) : 2 6 3 (M + ) , 2 6 5 (M + ) 

b) 3lt€ 1/ > 4 4 4 m g ^Kl^ ^ 7 0 m 1 
GcHP^jBU aJST : f#/c2- (2 -t/P*- 1 -tf* 

yx?;H -5-^>y77>^;^Fy;H. 0 5 

e « %m%- , 1 2 mmmmmk l tc 0 te«*w»* 50 
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A^07f-^77^tf|»l, tefe$f« 0 H(Z)2- (5 
-^7^-2-^^/77^) -2-^vH^ y 
^•;bxX^Jl/l 2 9mg«|fc 0 
mp 196-199 °C 

IR(KBr) ; 1 7 4 0, 1674, 1614, 15 
5 2 cm" 1 

1 H - NMR (CDC 1 3 ) S : 4. 03 (3 H, s), 
7. 6 6 - 7. 9 6 (2H, m) , 8. 17 (2H, 
s) 

FD MS (m/z) : 32 1 (M f +9 2) , 229 
(MO 

c) blBrf#fc2- ( 5 -*sTS- 2 J~ 
;W y^L^X^;^. lg v (4 
-y ht^7x^) y^;VFy7x^X*^»)A 

^P'J F6. 2 g^~r h^t FP77>1 00ml £ 
J % y-)V 10 0ml (DUm^ML, mUWtftT 1 . 
8 -S?7tf tr^P [5. 4. 0] -7-^>f ; ^> 
2. 19g«tlW}$Uc 0 HCC(4-^h^ 
->^^^;b) y^;l'Fy7i^;I/*^^ i )A #py 
Kl. 3g 4 1, 8-^TIffcr^^P [5. 4. 0] - 
7-^>iri2>0. 6 5sr«:iIflnU 3 6K 

vtc Q mm^m^L, »6ftfc»«**#pp*^A* 

1 H-NMR(CDC1 3 ) 5- : 3 . 78 (1. 5H, 
s ) , 3. 8 4 (3 H, s ) , 3. 8 7 ( 1 , 5 H, 
s ) , 6. 6 0 (9 H. m) 

_hlB^ V v a >f*^r^ F7tFn77>100mli^ 
ZJ—)\, 1 0 0ml ©fift&CjgJBU ift^7^^A • 

1 7>cia^ * «KBt^^ y o a 1 + u 3 i«niws»M 

ML, fAtttttt©2- (5 -^>T^- 2 --OV^^^ 
- 3- (4 -J Y^rzs? 7°Ptt>l ^ 

?;^Xf;H, 2g?:f#/c 0 

1 H-NMR(CDC1 3 ) : 3. 20 (1H, dd, 
J = 1 4, 4 and7, 8Hz), 3, 41 (1H, 
dd, J = 14. 4 and 7. 4Hz), 3. 69 
(3 H. s ) . 3. 7 5 (3H. s ) . 4. 1 0 < 1 
H, dd, J = 7. 8 and 7. 4Hz), 6. 6 
0 (1H, s), 6. 76 (2H, d, J = 8. 8H 
z), 7. 05 (2H, d, J = 8. 8Hz), 7. 5 
3 ( 2 H) , 7 . 8 2 ( 1 H, s ) 

d) cm~emc2- (5->7/-2-<>V77^ 
;l/) -3- (4 b+->^^^;l/) 7°pW>1 ^ 
^xXtjH, 2 g^^nn^^> 1 5 0m 1 fci§ 
«U " 5 0 o C&C^i|J«J^T=*{t*^*9. 9 7gCD 
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y^nuy^>3 0ml«iTb/c o KJSHE*»* 

;b) - 3 - (4 - 1 Fnt^^x^) 7 s ot^>l 
y^i^f^3, 1 g&UTc D 

m p 1 1 0 - 1 1 1 °C 10 
IR(KBr) : 2 2 2 8, 1 7 2 2, 1 5 9 4, 1 5 
1 8, 1 2 7 2 cm" 1 

a H - NMR ( C DC 1 3 ) & : 3 . 18 (1H, dd, 
J = 1 4, 4 and7, 8Hz), 3, 36 (1H, 
dd, J = 14. 4 and 7. 4Hz) , 3. 69 

(3H, s), 4, 09 (1H, dd, J = 7, 8 a 
nd 7. 4Hz) 6. 6 0 ( 1 H, s) . 6. 69 

(2H, d, J=8. 4Hz), 7. 00 (2H, d, 
J = 8. 4Hz), 7. 5 3 (2 H, s), 7. 83 

( 1 H, s ) 20 
e) dxref#ft:2- ( 5 - l/T S - 2 -+<Zs*Jy 5~ 
- 3 - (4 -fc Kn + ^7x^) 7'Ob^>i 
yftoXr^3, 0g, (3R) -1-tert-^ 
K^W^-S-bFnt^b^'J^yl. 9 2 

bFn77>15 0ml(Cj§|?L, IflltfT/V'^^ 
yxWiXriH, 7 9 g£jj[];i 1 B^IS 
f¥0fc o SffiSSSO, gig®* h^><tftM 
ibxxr;b tT&lsVX tffr*} 7A^nv h 
^7^-rW«L/T, Mf42- (5-^>T^-2-^ 30 
-3- (4-tFPt^7x^) 7'n 

fee ±IBiB^gJ*-^ h7tFn77>100ml tcg)B 
U (3R) -1-tert - 3 
-b FP + ^tfpy^X). 9 5gWPJ7^;^ 
X^^>1. 3 5g£ttR, S6K7^*;^>B 
^x^UX^O, 8 5 g SSPAT^iar 1 6 R$M9I 
}$L/c 0 ±KiH«fcA^fll«U «Wt^B2. 0 2 

1 H - NMR (CDC1J J: 1. 46 (9H, s), 40 
1. 88-2. 24 (2H, m), 3. 10-3. 60 

(6H, m) , 3. 6 9 (3H, s) , 4. 1 0 ( 1 
H, t ) , 4. 8 1 (1H, b r ) , 6. 6 1 ( 1 H, 
s) , 6, 73 (2H, d, J = 8. 3Hz), 7. 0 
4 (2 H, d, J = 8 . 3Hz), 7. 54 (2 H, 
s) , 7. 8 3 ( 1 H, s ) 
F D MS (m/z ) : 3 2 1 (M + ) 

[0112] 7 6 

3 - [4 - [ ( (3 S) -1-tert - zfh*rUttJ\s 
#^.;l/-3-tfpy^Jl/) 7x^.;H -4- so 
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a) 2-xF^^W-;l/-2- ( 4 F*^:? * 

x^il/XXrJH4. 2g©rF7t Fu 
77>150ml aSfiRKl*?MiffT**ffc^ h U ^ A 

2. 6g (tttt, 60%) *Jnit2 0$»fPOfc. $6 

&C5 -:/u^e- 2 -^p-=e^^-Ji/^>^/ [ b ] ^Jr?^ 
>17. 2 g ^ftR^ST 1 8 B#PdJSH^ Lfc 0 SJSStC 

lit5^y^^M7A^P7h^ 7 7 * -ecwu 
3 (5-^n^>^ [b] *:o-2 2 
-a:F^Wx;l/-2- ( 4 -y b + ->:7 x ^;U) 
7°at J t>l x^x^f^2 4 ( 2g£|#/c D 
1 H — NMR (CDC 1 3 ) S : 1. 2 (6H, t), 
3.7 8 (3H, s ) , 3. 85 (2H, s ) , 6. 7 
5-7. 0 (3H, m) , 7. 2-7. 8 (5H, m) 

b) aiarf#/c3- (S-^n^OV [b] 
2--f;l/) -2-xFt^;l/^-2- (4-^h 
+ ^7x^Jl/) 7'nt'*>i X^XXfJb2 4. 2 
gCDx#y-;t/2 0 0 m 1 WMt7kW.ittJ V ^A7. 3 
g O 7X2 0 m 1 ?gifc*ftl*., 4 BP H imf^L/c 0 ?£iPLfc 

jry-;l/2 0 0ml(Cg*U iS®«3 m 1 £fln£-C 2 

tf»l, 3-(5-^0*^;[b]?x>-2-f 
;l/) - 2- (4-^ Ff^7xx;i/) T'nM^ix? 
Jl/XXriF2 0 g£f#fc 0 

X H-NMR (C DC 1 3 ) 5" : 1 . 1 7 ( 3 H, t), 

3. 2 ( 1 H, dd), 3. 55 (lH i dd), 3. 
77 (3H, s), 3. 81 (1H, dd), 4. 10 

(2 H, q), 6. 82 (2H, d ) . 7. 2 - 7. 8 
(6H, m) 

c) bSrf#fc3- (5-:/P^r-<>l/ [b] 7^x>- 
2--W 2 (4 -^h + ^^A-Jl/) 7"PW> 
lit xf;l/XXfil'2 0 gr£r h7bF'P77>200 

^7A^n-7F^77^icft^ 3 - ( 5 -^n^e^ 
[b ] 2 - 2 - (4 - ^ h*->7 

x^jlO -l-7°07V^;H6g^f#fc 0 
1 H-NMR(CDC1 3 ) : 2. 9 -3. 4 (3H, 
m) , 3. 73 (3H, s ) , 3. 62-3. 90 (2 
H, br), 6. 70-7. 80 (8 H, m) 
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d) circl#fc3- (5-^u^r^>y [b] 

2- -O10 -2- (4 Y^zsy x.^))s) 
aV-;H 6 g^^nai £>4 0 m 1 CC^ft?U ?K 

^pp^A^SftS^iTa^y ^?^M7A^n7 
(5 -:/p^<>V' [ b ] ^x>-2 --f Jl/) - 2 - 

1 H - NMR (CDC1J 5:3. 78 (3 H, s) , 

3. 9-4. 5 (3H S m) , 3. 7 0 (3H, s) , 

4. 3 ( 2 H, m) , 6, 70-7. 80 (8H, m) 

e ) 9 o "Cfcr^rwt^ h y o^^7^ji7)i^=^ 

VF3 0mlfc»l, di(T?f#fc^ 

3- (5-^P^^>y [b] ?-.x>-2 --fJl/) - 2 
- (4-^ h^>:7*~;l/) t:Jl/XX^;H 8. 5 
g£$)o< OWll^lHISBfLfc. KfSSft&c 

2 n p^;t, A^^mig^i -r & ^;i/^7 ^;b^7 5 a p v 
h^^^ * -rfflHRrSCiKA*) 2 g<D3 - (5 7 
p^e^>v/ [b] - 2 - -OlO - 2 - (4 -y h 

1 H - NMR (CDC1J 5:2, 5-2, 7 (2H, 

br), 3. 2-3. 4 (3H, b r ) , 3. 76(3 

H, s) , 6, 70-7. 80 (8H, m) 

MS m/z : 3 8 6, 3 8 8 30 

f ) eJMTmc3- (5 --fa^soy [ b ] 

2 — f JU) -2- (4 -jf b*i/7x^) ^^U^h 

y^7g%x^y^8 0mncilU iI8l5m 

^7A^nvh^-77^-tcft^ 4- (S-r/n^^ 
>y [b ] 2 -Jfo) -3 - (4 

"H-NMR (CDC 1 3 ) S : 1. 12 (3H, t), 40 

2. 65 (2H, dd), 3. 10-3. 80 (3H, 

m) , 3. 7 6 (3H, s ) , 4. 0 1 (2H 5 q) , 

6. 70-6. 9 5 (3 H, m) . 7. 10 (2H, 

d ) , 7, 2 0 - 7. 40 ( 1 H ) , 7. 55 ( 1 H , 

d), 7. 72 (1H, d) 

FAB MS (m/z ) : 4 3 3, 4 3 5 

fir) fmr?ntc4- ( 5 -:?P V [b] ^x>- 

2-^;b) - 3- (4-^F^7*^;I/) g&M 

j^Xf^6. 0 gCDN-^^^- 2 - t:P U F>5 0 

m 1 mWtfc ^7 >t fc»-» 1. 6g K VMMOIOIIiHH 50 
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-fe 1- >©?i^%^ai^iT^^y^^^^A^pv 

* -tC<tOffi«L, 4- (5-^7^/ 
[b] 2 --Ob) -3- (4 b^?^ 

1 H-NMR(CDC1 3 ) 5: 1. 18 (3H, t). 
2. 7 0 (2H, dd), 3. 16-3. 70 (3H, 
m) . 3. 78 (3H, s ) . 4. 02 (2H S q) , 
6. 8 5 (2H, d) , 6. 9 8 ( 1 H, s ) , 7. 1 
8 (2H, d) , 7. 5 ( 1H, dd) , 7. 8 (1 
H s d) s 7. 96 ( 1 H, d) 

h) giiri#/c4- (b-urs^yy [b] ^-x>- 
2 - 3 - (4 -j* b^y^—fr) ISK 

;t^^ir;b4. 5 g®^aoy$>2 0 m 1 gfi^CC- 

> 5 0 m 1 GCgjBU (3R) - l- tert-7"K 
3 - t Fo^toy i?> 1 . 9g, F 

i/x^j:xf^2. 3 g*7K^*f^T;l/P>^TfC 

an*, sari 8B$p B i»f o/c 0 «Hi&B±«SiB»& 

Kt5^y^^M7A^n7F^77 ^ -iCcfc^ffl 

1 H-NMR(CDC1 3 ) 5: 1. 48 ( 9 H, s ) , 
1. 9 5 - 2, 2 0 (2H, m) , 2. 65 (2H, d 
d ) , 3. 15-3. 70 (7H, m ) . 4. 78- 
5, 0 0(1 H, m) , 6, 80(2 H, d ) , 6, 9 
8(1 H, s ) , 7. 17(2 H, d), 7.5(1 
H ( dd) ( 7, 82 (1H, d), 7, 98 (1H ( 
d) 

[0113] 7 7 

2 - [4 - [ ( (3S) -1-tert -7V^UfJ)V 

#~)\>- 3 -b'ny v~>v) 7*^)1] - 3- 

(5-^>7^>y [b] ?x>-2--Y;b) -2-x 
ht^^;l'7 , Pb^>i x?;l/XXf^ 
a) 4-^Jl/^7^b7x^;l'ft8 ^^VxXrJl/2 
0. 2g§rF7bFn77>4 5 0mncj§Sl. 

(3 R) -1-tert - :/ h ^isijfrtf-n,- 3 - t 
FP^>b'oy> > >2 1. Og, Fy7^^WX7^ 
>2 9. 4gS^7V^W>i ^x^j^Xf^ 

19. 5g %*^mr^T^jp^., gat 1 8 mmmnb 

nvh^^7-/-CC<tQffi«Lr2- [4 - [ ( (3S) 
-1-tert- 3 - fc:P 'j^^ 
7x^iH g^® x^l/iXf;W, 0g£ 
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2 H — NMR (CDC 1 3 ) a : 1. 25 (3H, t, J 
= 7 . 2Hz), 1. 4 5 (9 H, s ) , 1 . 7-2. 
4 (2H, m) , 3. 2-4. 4 (5H, m) , 3. 5 
8 ( 2 H , s ) , 4 . 15(2H,q,J = 7, 2H 
z ) , 7 . 0-7. 6 (4 H, m) 
b ) alTCi#fc 2 - [4- [ ( ( 3 S ) - 1 - t e r t 

ftK i^iXr;H. 0g, £N, N->^ 
WWA7^ F2 1ml SC$g#>U KS^^?^^ 10 
7\fl/4. 0 2ml £rfiP;t, 1 3 (TCCCffi^ MS 2 

T*Sft^ h 'J 3 Omg (60%) £tJ[Jx. 1 05> 

KfPOfco MK*3Rft^b 0 6mffSDAl 0^ 

U ffittO 2 - [ 4 - [ ( ( 3 S ) - l- tert-7 

ht^;l/^;V-3-t°ayy^;I/) 

Jb] - 2 -x F^ey^;b^^;bg^^ x^j^xfib 20 

1 . 74g £f#fc 0 

1 H - NMR (CDC 1 3 ) : 1. 27 (6H ( t s J 
= 7. 2 Hz ) . 1. 46 (9 H, s), 1 . 4-2. 
4 (2H ( m) , 3. 0-4. 0 (5H, m) , 4. 2 

2 (4H, q, J = 7. 2Hz) , 4. 58 ( 1 H, 
s ) , 7 . 2-7. 5 (4H, m) 

c) bm^ntcZ- [4- [ ( (3S) -1-tert 
- 3 - t'P y 

1. 7g^rh7t Fn77>20mliN ( N->^ 30 
^WAT? Flml OjKRCcWHL, **ft7" h y 
^A (60%) 1 5 5mg^Di2 0 ^WMIfPl/ft:. C 
©SES^2-^n^^;K>V [b] 

-5 h y;t/9 8 0mg^Di2 4B^HSW i U 

05 g£t#fc 0 

1 H - NMR (CDCl 3 )ff:l,23(6H, t, J 40 
= 7. 2Hz) , 1. 46 (9H, s ) , 1 . 50- 

2. 50 (2H, m) , 3. 2-4. 4(5 H 5 m) , 

3. 89 (2H, s), 4. 25 (4H, q, J=7. 
2Hz), 7. 28 (4H, s), 7. 44 ( 1 H, d 
d, J = 8 . 4 and 1.5Hz), 7. 78(1 
H, d, J = 8. 4Hz), 7. 91 ( 1 H, dd) 

[0114] ##W7 8 

2 - [4 - [ ( (3 S) -1-tert -7 Y*rt/i3)V 
3 - b°P y -3- 
(5 —>T -"OV^ [ b ] 7^x>-2 --f JI/) 7°Ot:"t 50 
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(5-^r^-oV [b] ?x>-2--Y;lO y*\>H- 
y ^^^-;b^x^^^A ^ny F3. 0gS^2- 

[ 4 - [ ( ( 3 S ) -1-tert-:/ b ^isftfrtfy — 

ib-3-t'ny^) -2-tf* 
vgfilfc x^;bxj^r-;b2 . 55g^rh7tFn77 
>5 0m 1 0m 1 (DSiKK:jg|gU 

KSffTl, 8-^7f^>^o [5. 4, 0]-7 
-2>?H2>1. 0 7g4MlWSfi«Uc o 

^©S^»*HHI«K it5yyM^7A^nvF 
^^-Scj^ffiKU EftiZflccMB-& i »iL/T2 
- [4- [ (OS) -1-tert - :/ h ^#JU>F 
^-3-fny^) tf*^] r?*-^] -3- 
(5 -S"T [b] ?x>-2-^;i/) r^y^ 

x^;VxXfiH:f#/c 0 CMrF7tFH77> 
5 0ml ix^y-;l^5 0m 1 ©fijS&CjgjIPU 1 0% 
^7^^Agi»l (5 0%fflS9SE) 5, 0g»S 

li^i/yij^M7A^n7 v#*?y a -&c<£Dffi 

*^©*&i*R©«Wt^W2. 2g«|/c 

1 H - NMR (CDC 1 3 ) 5" : 1 . 17 OH, t, J 
-7. 0 H z ) , 1 . 47 (9 H s s ) , 1 . 9 0- 
2, 20 (2H S m), 3, 10 3, 95 (7H, 
m) . 4. 10 (2 H, q, J = 7. 0Hz), 4. 8 
4 ( 1 H. b r ) . 6. 8 1 (2 H. d, J = 9 . 0 H 
z ) , 7. 20(1 H, s ) , 7 . 2 5 ( 2 H, d, J 
= 9. 0Hz) , 7, 44 ( 1 H, dd, J=9. 0 
and 1 . 6 Hz ) , 7. 8 1 ( 1 H, d d, J = 
9,0 and 1. 6Hz), 7. 94(1H, s) 
##M7 8 iH«0^K:J:O#*W7 9-8 5CD{t^ 

[0115] ##M7 9 

2 - [4 - [2 - (tert -T'F + ^^T? 
y) - 1 - (tert -7>^^M^iV7^ 

iF+'>] 7*^)1] -3- (5 -^T 
[b] ?x>- 2 7"nt^>S xfii/xxr 
;l/ 

(tettffltt^) 

1 H-NMR(CDC1 3 ) 5- : 1. 25 (3H, t, J 
= 7, 0Hz) ,1,45(1 8H, s) , 2. 90- 
4, 50 (8H, m) . 6. 80-7, 35 (5H), 
7, 45 (1H, dd, J=8, 3 and 1.3H 
z), 7. 80 (1H, d, J = 8. 3Hz), 7. 9 

3 ( 1 H) 

[0116] ##M8 0 

2 - [4 - [ ( (2 S) -1-tert -zfY^tJJV 
tf^Jl- 2 - t: n y y h 3^>] 7 - 3 

- {5-*sTs*<>\r [b] 2 7'Pb' 



75 

1 H - NMR (CDC 1 3 ) 8 : 1 . 17 (3H, t), 
1.47 (9H, s) , 2. 0 0 (4H, br), 3. 
40 (2H, br), 3. 60-4. 30 ( 6 H) , 

6. 90 (2H, d, J=10Hz), 7. 2 5 (2 
H, d, J = 10Hz), 7. 0 0 - 8. 0 0 (4H, 
m) 

[0117] #*F!I8 1 

2 - [4 - [ (1-tert - h ^tsftfrtf-jX,- 4 
-b^yy^) tf + S*'] -3- (5-->T 

>^>i/ Lb] ^x>-2-^;V) 7°ob't>l 

Of*) 

1 H - NMR (CDC 1 3 ) <5-: 1. 10 OH, t, J 
= 6. 0Hz), 1. 50 (9 H, s ) , 1 . 70- 
2. 00 (4H, m) , 3. 2 0 -4. 0 0 (4H, 
m) , 4. 15 (2 H s q ) . 4. 30-4. 60 (1 
H, b r ) , 6. 8 0-8. 10 (8H) 
[0118] #*F'J8 2 

2 - [4 - (2-tert-^f- ^^Jb/K-Jl/T 5 s 
-3- (5— >T-^>V [b] 

1 H - NMR (CDC h) & : 1 . 16 (3H, t, J 
= 7. OHz), 1. 45 (9 H, s > , 3. 05 
4. 40 (9H), 5. 12 (1H, br), 6. 84 
(2 H, d, J = 8. 3Hz), 7. 01 ( 1 H. 
s) , 7. 25 (2H S d, J = 8. 3Hz), 7. 4 

1 ( 1 H, d d, J = 8. 3 and 1,2Hz), 

7. 77 (1H, d, J = 8. 3Hz), 7. 89 (1 

H, s ) 

[0119] #*F(|8 3 

2 - [4 - [ ( (2 S) -1-tert A* 
sp—ji/- 5 -^^v- 2 -tin ys^AO j b^>] y 

- 3 - (5 -i^yy^yv [ b ] 2 - 

(tettffitK^) 

*H NMR (CDC 1 3 ) 8 : 1 . 17 (3H, t) s 

I. 42 (9H, s ) , 1 . 80-2. 25 (2 H, 
m) , 2. 30-2. 60 (2H, m) , 3. 20 (1 
H, dd) , 3. 37 (1H, dd), 3. 50-3. 
8 2 ( 1 H, dd), 3. 8 2 -4. 5 0 (4H, 
m) , 4. 80-5. 10 (1H, m) , 6. 75- 

8. 10 (8H, m) 
[0 12 0] #^F'J8 4 

2 - [4 - [ ( ( 2 R, 4 S ) - l- tert-7'"^ 

*✓] - 3 - (5 -^r^>y [ b ] 

HP LC : P- 

PAK 
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*-2-^;W 
1 H-NMR(CDC1 3 ) 8 : 1. 15-1. 50 (6 
H, m) , 1. 50 ( 9 H, s ) , 1. 80-2. 60 
(2 H, m) , 3. 00-4. 5 0 ( 8 H, m), 4. 
80-5. 10 ( 1 H , m ) , 6. 80-8. 20 (8 

H, m) 

[0121] 8 5 

2 - [4 - [ (OS) -1-tert --fh^isftfr 
7$^;l- 3 -b'oy V—fts) 4r^~\ y*~)]/] -3- 
10 (6 -i/7^>^ [ b ] ^x>-2 --Y;b) ^OW 

X H-NMR (CDC l s ) 5" : 1 . 17 OH, t). 

I. 46 (9H, s ) , 2. 1 0 (2 H, m) s 3. 6 
0 (6H, m) , 3. 83 (1H, m) , 4. 10(2 
H, q) t 4. 85 (1H, br), 6. 86 (2H, 
d) , 7, 0 4 ( 1 H, s ) , 7. 2 5 (2 H) , 7, 
55 (1H, dd), 7. 65 (1H, d), 8. 04 

(1 H) 

[0122] ##«8 6 
20 (+) - 2- [4-[((2S) -1-tert - :7> 

Jl/] - 3 - (5 - isTy<>V [ b ] *-x>- 2 ->f 
;l/) x^l/xxril/Mt-) - 2 - 

[4 - [ ( (2 S) -1-tert --fh^tsftfrtf- 
Jl/- 2 - fcTP U ^ JlO ^ h + v'] "7^ — ;!/] - 3 - 

(5 -^T [b] ?x>-2-/;W 

2 - [4 - [ ( (2 S) -1-tert -7V*risft)\> 
ji/- 2 - t°P y >?^;l/) y h 3^>] ? - 3 

30 - (5—>T^^>\/ [b] ^x>- 2 - -Y;b) 

^Atcj:D ( + ) f*£ (-) tt<D#<|*m^ ( + ) it 

<omimh&to2 . 5 g <t ( - ) mmmnfr^ 1, 7g 
(-) {* 

mp 102-104 °C 

[a] D 24 -- 1 4 2. 0 0° (c=l. 0 0 0, Et 
OH) 

1 H-NMR(CDC1 3 ) 8 : 1. 13-1. 22 (3 
40 H, m) , 1 . 4 7 ( 9 H, s ) , 1 . 8 0-2. 10 
(4H, m) , 3. 25-3. 50 (4H, m) , 3. 
64-3. 7 5 <1H. m) . 3. 70-3. 90(1 
H, br), 3. 90 (1H, br), 4. 05-4. 
20 (4H, m), 6. 88 (2H, d, J=8. 3H 
z ) , 7. 02 (1H, s), 7. 23 (2 H s d, J 
= 8. 3Hz), 7. 45 (1H, d, J = 8. 3H 
z ) , 7. 8 0 (1H, d, J=8. 3Hz), 7. 9 
* 4 ( 1 H. s ) 

(CH I RAL 

AD 200X25 0mm^Vt;Ht¥li 
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7 0:30 



2 0 8 9 4 6 



( c = 1 . 0 0 0 i EtO 



(+) tt 

m p 1 1 1 - 1 1 2 °C 
[a] 0 2 4 = + 5 5. 19' 
H) 

^-NMR (CDC1 3 ) d : 1. 13-1. 22 (3 
H, m) . 1 . 47 (9H, s ) , 1. 80-2, 10 10 
(4H, m) , 3. 25-3. 50 (4H 4 m) , 3. * 
HPLC U^K 



) 

MM : n-^^y-> : i s o -7u/*y-)l>- 
:4ml /m i n 
i%mm : 2 0 -2 35} 

* 6 4 - 3. 75 ( 1 H, m) , 3. 7 0 - 3. 90 (1 
H, br), 3. 90 (1H, b r ) , 4. 05-4. 
20 (4H, m) . 6. 88 (2H. d ( J=8. 3H 
z ) , 7. 0 2 ( 1 H, s ) , 7 . 2 3 ( 2 H, d, J 
-8. 3Hz), 7. 45 (1 H, d t J = 8. 3H 
z) , 7. 80 (1H, d, J =8. 3Hz) , 7. 9 
4 (1H, s ) 
T5P-^3R3fe^Sttft»lltffl*5A (CHIRAL 
PAK AD 2 0^x2 5 0mm^V^Ht?Ii 



) 



[0 12 3] 8 7 

(-) - 2- [4 - [ (1-tert - :/ b ^j&Jl/stf 

^jv-A - t^ye^jio ^i^-jb] -3- 

(7 —>T^- 2 ypfc't>8 x^l/x 
XrVl/i ( + ) -2 - [4 - [ (1-tert- 7 b* 
^W^-4-txy^;i/) *+^] 7*^)11 

3 (7-^r^-2-^^^;i^) 7 c Pb't>i x 

( - ) f* 

[a] D 24 = + 1 0 0. 7 8 ° (c=l. 0 2 4, CH 
C 1 3 ) 

1 H - NMR (CDC 1 3 ) S : 1 . 1 1 (3H, 
HPLC #^A: 



4m 1 /m i n 
2 3 -2 75} 

5sS = 6 . 9Hz), 1 . 
1.8 0 (2H, m) 



7 0:30 



20 



m) 
3. 
m) 
3. 
m) 
H, 
7. 



4 7 (9 H, s ) 
, 1 . 8 5-1. 
2 0 ( 1 H , m ) 
, 3. 5 0-3. 
7 5 (2 H, m) 
b r ) , 4. 0-4. 
4. 4 5 ( 1 H, m) 



3. 
m) 
3. 



+ 9 5.8 4° ( c - 1 . 0 1 0, CHC 



(+) # 
Lai D 2 

u ) 

1 H-NMR(CDC1 3 )(3':1. 11 (3 H, t, J 
= 7. 3Hz), 1. 65-1. 70 (2H, m), 
1. 85-2. 00 (2H, m), 3. 15-3. 20 
(1H, m) , 3. 3 0 - 3, 3 5 (2H, m) , 3. 
50-3. 60 ( 1 H, m) . 3. 6 5 - 3. 75 (2* 
HPLC 



,3.15 
4 0 ( 2H 
,3.65 
9 0 ( 1 H 
, 4. 40 

d, J =8. 3Hz), 7. 
4 0 -7. 45 ( 1 H, m) 
( 1 H, m) , 7, 6 2 ( 1 H, 
H, d) , 7. 8 5 ( 1 H, d, 
8. 1 2 ( 1 H, s ) 

u-xm^mmtftmmx'yj, (chiral 

PAK AD 4. 6 0x2 5Omm^-fe;Wt?I 

it) 

n -"^if > : i s o -7us^S—)V= 9 0:10 
lml/mi n 
2 6. Qft 

★ H, m), 3. 85-3, 90 (1 H, 



, 1 , 7 0- 
9 5 (2 H, 
, 3. 3 0- 
6 0 (1H, 
, 3. 8 5- 
1 (2H, 
,6.85(2 
2 3 (2 H, d) , 
, 7, 5 3-7. 5 8 
s) , 7, 77 (2 
J = 8, 3Hz), 



t . J 5*5 



4. 



40 



1 (2H, m) , 
m) , 6, 8 5 (2 H, 
3 (2H, d s J - 8 . 
( 1 H, m, A r - H) 
m) , 7. 6 2 ( 1 H, 
= 8, 3Hz) , 7, 85 (1H 
z ) , 8. 11 ( 1 H, s ) 

x^^mm^mmttz?^ (chiral 

AD 4. 6 </>X 2 5 0 mm^^i2;Mt?I 



b r ) , 4. 
4 5 (1H, 



0 



4. 4 0 4. 

d, J = 8, 8Hz), 7, 2 
3Hz) , 7, 40-7. 45 
, 7. 52-7, 5 7 ( 1 H, 



s ) 



7 . 7 7 ( 1 H, 
d, J = 8. 



d, J 
3H 



mm 



[0124] ##^|J8 8 



7^ 
PAK 

m) 

n ~^*Vy : i s o -y°M/*S— )l = 9 0:10 
1 m 1 / m i n 
3 I ft 

50 (+) -2- [4- [ ( (2S) 



1-tert-^b 
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-3- (5—>T^>V [b] ^x>-2--Y 

2 - [4 - [ ( (2 S) -1-tert - ?Y*istt)\, 

^ h*U] y*^)V] -3 

- (5-^>7/^>V [b] ^x>- 2 --Ob) ^nfcf 

OOmHCiBJMl, SIn-^>8 0 0ml?: 
»0^fc o CO»^»K:*«ffc^ h T J^A (6 0%) 10 
Omg, Ryf ( + )- 2- [4-[((2S)-l-t 10 
e r t - 7Y*tUX>l'rF~)l>- 2 -b'py^^W ^ h 

:7*-Jl>] - 3- (5-^7/^^/ [b] 
>-2-^;l/) 7°nbt>i x^;i/xxf;KDlK 

Wtthy-JA (6 0%) lOOmgSfllit, 

1 8B#raBtf¥U fifffil«S 0 a ^6Kl/c o C©JSft* 

2 2fgfi (w/v) CDx^y^;Vin-^^f 
^(3O:7Ow/v)iO3BSIS 0 H 0 l, 9 9, 5% 

[0 12 5] ##^|J8 9 

(+) - 2- [4 - [ ( (3S) - tert-^ht^ 

^7ji/^ji/-3-b'ny^^.;i/) ^^v] 
3- (7 —>T^- 2 7 c nW>i 

[0126] ##^iJ9 0 

2 - [4 - [ ( (2R) -1-tert b 

Jb- 2 -fcfpy^— Jl>) ^ h+v'] ^a-JI/] -3 

- (5 —>T>"OV [ b ] ^x>- 2 -A)V) - 2 - 30 

2 - [4 - [ ( (2 R) -1-tert --fh^tfJl 

2 -t"p y >>^;i0 ^ h^ul ? - 2 

fh7bFP77>100ml{Ci§|?L, CO^tcS 
ireOK^WRftth^AO. 3 8g4Mi3 0^I 

[ b ] 5 -JjJltf^ b y;V2 . 

lg©f h7tFO77>10mlS$*lTl/fc B S 

fc. 

1 H-NMR (CDC 1 3 ) : 1 . 21 (6H) , 1. 
46 (9 H, s), 2. 0 (4H, b r ) , 3. 40 
(2H, br), 3. 88 (3 H) , 4. 22 (6 
H), 6. 90 (3H) , 7. 20 (2H, d) . 7. 
50 (1H) ( 7. 78 (1H, d), 7. 93 (1 
H, d) 

###|J 90 t mm>1ffitC X 0 ##^J 9 1 - 9 3 <Di t& 50 
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[0127] ##M9 1 

3- (5 —>T^>^ [ b ] ^x>-2 -2 

[4- [ 

(tettffltt*?) 

1 H - NMR (C DC 1 3 ) 5* : 1 . 22 (6 H, t) . 
3. 63 (4H, s) ( 3. 89 (2H, s ) , 4. 2 

4 (4H) , 4. 69 (2H, s ) , 6, 8 6(3 

H) . 7. 27 (2 H) , 7. 42 (1H), 7. 76 
( 1 H) , 7. 8 8 ( 1 H) 
[0128] ##0J9 2 

2 - [4 - [ ( (3 S) -1-tert -yh^UtfJl 
^-3-b'ny^W ^^rU] ? -3- 

(6-v7^-2-^>^7y»;;W -2-ih^> 

1 H — NMR (C DC 1 3 ) 5" : 1 . 2 1 ( 6 H, t ) , 
1. 46 ( 9 H, s ) . 2. 09 (2H, br), 3. 
56 (4H, br), 4. 12 (2H) . 4. 26 (4 
H, q), 4. 8 4 ( 1 H, br), 6. 8 2 ( 2 H, 
d) , 7. 26 (2H, d) , 7. 6 5 ( 1 H. d 

d) , 7. 92 (1H, d) ( 8. 10 (1H, d) 
[0129] ##1?'J9 3 

2 - [4 - [ ( (3 S) 1-tert -^h^tfjl 
^-3-bnyi/^i/) ^^>1 -3- 

(5-^7^-2-<>^^7yy;W - 2-iF^> 
^jlr^^jiy'u b^>K x^;l/jc^7^;l/ 

1 H-NMR(CDC1 3 ) 5- : 1 . 22 ( 6 H, t), 

1 . 46 (9H, s ) , 2, 09 (2H, br), 3, 

5 6 (4H, br), 4. 13 (2H) . 4. 28 (4 

H, q), 4. 85 (1H, br), 6. 82 (2H, 
d) , 7. 26 (2H, d) , 7. 6 3 ( 1 H, d 
d) , 7. 9 5 ( 1 H, d ) , 8 . 2 5 ( 1 H, d) 

[0130] ##M9 4 

3 - (5 -IsT S-O^J [ b ] 2 - -OlO 2 
- [4 - [ [2- (je. h^>#;t/tf^;M ^ ^) 

b Kotry sy>- 5 ^+^>] :/n 

2 - [4 - [2 - (tert - ^Ft^W^7^ 
y) - 1 - (tert -^F*^^7^ 

xb^>] 7^^] -3- 
[b] ^x>-2--W 7'nbt>i x^ji/xxr 

I. 0g47^V^2mncML, MIffTFy 

7;WPft«i om 1 epi^firn«ffifc 0 s 

^>rr5feo/c 0 *Jl*f*T>*-7*rpH9~~ 1 0 i L 
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fco «B»**6*x5f-/-Jl/2 Om 1 K»«?L/, y*- 

• tf:/ • ^ ^ • vif Ayr * 
ffi (JOURNAL OF THE CHEMICAL 
SOCIETY, PARKINI 1 9 7 3, 2 6 4 
4^2 64 6^-y] &C«fc D^J&Lfcx^il/ N - (x 
h3^> (J^)l^j-) ^^U>) *7;l^y — b 3 0 0 m 
ST 2 0l^|HI9lfliL«faLft:tWBfb^»5 6 0mg 

mp 179-182 °C 

IR(KBr) :2 2 3 0, 1725, 1638, 15 10 
1 2, 1 3 3 7 cm 1 

1 H - NMR (CDC l a ) d : 1, 13(3 H s t, J 
-7. 0Hz), 1 . 17 (3H, t , J - 7. OH 
z) , 3. 10-4. 30 (11 H, m) , 4, 50- 

4. 80 (1H, m) , 6. 89 (2H, d, J=8. 
75Hz), 7, 03 (1H, s ) , 7 . 26 (2H, 
d, J = 8 . 7 5 Hz), 7 . 46 (1H, dd, J = 
8.31 and 1. 75Hz), 7, 82(1 H, 
d, J = 8. 3 1 Hz ) , 7. 9 5 ( 1 H, d) , 8. 
70-9. 50 (2 H, br) 20 

[0131] ###|J9 5 

3- (5 -IsT y^OV [ b ] ^x>-2 -2 
- [4- [ [2 - (>f^) FPt'y^y>- 
5- -OH ^+^>] 7'obt>i^?^x 

a) ftyr>l^';*)A2, 9gMTi2h>15 
OmlteSJBU 7K^JSf£T\ 7^h>20mHc» 

TL/c D #»T2II*IWSB ! PU y$ry-jH. 15g^ 
JPiLSar2 0ieiBfa8fLfc. f)f!H^^K, ^pp* 30 

t^;W^>f;V) ^;^V^-h2. 8 8g^f#/c D 
1 H - NMR (CDC 1 3 ) d : 4, 03 (3H ! s) , 

5. 33 (2H, s), 7. 70 (2H, d, J=9. 
0Hz) , 8. 80 (2H, d, J = 9. 0Hz) 

b) aJirf#/cp hU+Ol?)], 

Al. 7 9 g*7j<4 0 m 1 £y*W>4 0 m 1 <DSiS 

yy^jUHUl. 7 2 g£t9>o< OiiSTU 
^S"C3 0#*fPO;fc. IK, afcfcgJM* y-)A3 0 0 40 
mg*JSJ£ffitcaiA, ^WH3 0 0mg§STl 

N- (y h^> (y^;i^:t) y^u>) #;t/A 
y - h3. 2 3 g£rf#/c 0 

1 H — NMR (CDC 1J S : 2. 40 (3H, s) , 
4. 0 0 ( 3 H, s ) , 5 . 2 8 (2 H, s ) , 7. 5 
6 (2 H, d, J = 9 . 0 Hz ) , 8 . 2 2 (2 H, 
d , J = 9 . 0 H z ) 50 
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c) 2 - [4 - [2 - (tert - h +^#;t^~;b 
T^) -1- (tret - ^h^>^^7 5 ^ 

iKi/] :7^x;b] -3- (5-->T^^> 
V [ b ] 9^x>- 2 --f;l/) 7'nW>S x^;i/x^ 

Th y:^*nffM3 Om l *Jpitaar2i«BI9WU 
>ri5fc-?fc 0 7jcJl^lT>^-T*rpHl 0 i 
fc D ffl»fh7tFD77>50mnca?^ b 

xrcf#fcp -~ ho^>y;i/ n 

y ?U>) h 9 2 1 mg^rJP^ 1 8 0$ 

w«fl*or, sates* ofc e f#6n/ci»*^pp 
^ Ai x * j -juDu^mzmmmmt y 

ffi£»D3- (5-J/7^>*/ [b] ^x>-2-^ 
;l/) - 2- [4- [ [2 - (p-^bP^>y;W^ 
5 -/) -^^tft Knt'y =^>-5 --f* 

L 5g £t#/c c 

1 H-NMR(CDC1 3 )^:1. 17 (3H, t, J 
-7. 0 H z ) , 3. 00-4. 30 ( 1 H. m) , 
4, 40-4. 70 (1H, m) , 5, 08 (2H, 
s ) , 6. 81 (2 H, d, J = 8. 3Hz), 7. 0 
3 ( 1H, s) , 7, 1 0-7. 56 (5H, m) , 

7. 81 (1H, d, J = 9. 3Hz), 7. 94(1 

H, s), 8. 10 (2H, d, J = 8, 75Hz) , 

8. 70-9. 40 (2H, br) 

d) c m~cWc 3 - ( b-ur y^y^J' [ b ] 

2--O10 -2- [4- [ [2- (p-^FP^il/ 
*^#;l/3f?-Jl/-f ^ >/) ^-^fc: FafJ 5 5 

t~;H, 5g4x^y^H0 0mHc^)!?L, iftT 
>^r^A0. 5gM10%;^> ; ^AK«MlO. 
5g (5 0%S«) *j&n*, 2 H^«ffjffllffl7E*fT 

tt-ofc. ««*5*L/, mm^m^k, 

I. Og £f#/c 0 

"H-NMR (CDC 1 3 ) 5-: 1. 21 (3H, t, J 
= 7. 0Hz), 3. 00-3. 90 (7H, m), 
4, 1 7 (2H, q, J = 7. 0 Hz ) , 4, 5 0 - 
4. 8 0 ( 1 H, b r ) , 6. 8 7 ( 2 H, d, J = 
8, 7 5Hz) , 7, 0 1 ( 1 H, s ) , 7, 0 6- 
7. 36 (5H), 7. 4 4 ( 1 H, dd, J = 7. 0 
and 1 . 3Hz ) , 7. 8 1 ( 1 H, s ) , 8. 
0 7 (2 H, s ) 
[0132] 9 6 

3 - (5-i/7^>y [ b ] t c x>-2 ->fJl) -2 
- [4- [2 - [ ( 1 -ts'py >-2 --T;W 7^] 
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mstm. 

2- [4 - (2-tert-^h ^ZsUfotf-foT 5 J 
x^^» :7;c-Jl/] -3- (5—>T^>^ [b] 
*-:c>- 2 -^Jl/) 7°nt^>l x^;bxXrJH. 
3g^^y-^50mHca?Ll}flfc^ 13 
% (w/v) ©Si^Mt5x^/^2 5m 1 £rJP 

5 o°cr3 ofrwtn btc a mm^m^bxmcmm 

Mx^y-;l,5 0 m 1 icj§i?LWl/c*(C, 2-x 
h^^- 1 - t'n'J>7 8 2mg4J)Di, 1. 5 Bf r^flP 10 

wb^wi. i g*mc 0 

m p 2 1 2 - 2 1 5 °C 

1 H - NMR (CDC 1 3 ) S : 1 . 14 ( 1 . 5 H, 
t, J = 7 . 0Hz) s 1 . 16 (1. 5 H, t, J = 
7. 0Hz ) , 2. 16 (2H, t, J = 7. 5H 
z ) , 2. 87 ( 2 H s t, 8. 0 H z ) , 3. 20- 
4. 40 (9H) , 6. 87 (2H, d, J=8. 3H 
z) , 7. 1 3 ( 1 H, s ) , 7. 2 7 (2H, d, J 
= 8. 3Hz), 7. 48 ( 1 H , dd f J = 8 . 3 20 
and 1. 3Hz), 7. 92 (1H, d, J=8. 
3Hz) ( 8. 04 (1H, s). 10. 0 4 ( 1 H, 
br), 10, 40 (1H, br) 
[0133] ##F'J9 7 

2 [4 [ ( (3 S) - 1 - t e r t - ^Y^tfjV 

t^ris] y^^Jl] - 3- 
(5-^T^-2--r>Fy^) ^W>SK^fjH 

(5 -->r^- 2 - ^> F y;b) 

X^^A ^p; F5. 0gM2- [4- [ ( (3 30 
S) -1-tert -^F^^tf^- 3 - tfn y 

xxfib3, 6gSf F7fcFa77>50mliy$ 
y-;i/5 0 m 1 ©SS&cjgjRU SS&crBB$Tl. 8 
-^Tift^^P [5. 4. 0] -7-^>7^*fe>l. 

U Ett£Z#©»£W£LT2- [4- [ ( (3S) 
-1-tert - - fcfP y*-?- 40 

;W -3- (5— >y^-2-^> 

h7bfn77>50ml i^^y^50ml <Z>*S?& 
^^SI3?§^iT^^y^^;l/^^A^Pv F .f 

-K:j:!3fl!«u «ft<D*aatt©«mt^»3. 5g 

1 H-NMR(CDC1 3 ) £ : 1 . 46 (9H, s) , 50 
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2, 0 0 - 2. 2 0 (2H, m) , 2, 95-4. 22 
(7H, m) , 4. 75-4. 90 ( 1 H, br), 

6. 2 3 ( 1 H, d ) , 6, 8 0 (2 H, d ) , 7. 1 
8 (2H, d), 7. 20-7. 40 (2H, m) , 

7. 80 ( 1 H, s ) , 8. 80 (1H, br) 
##M9 7 tRI«(D#Ste:<fcO#*W9 8-10 6 CDft 

[0134] ##099 8 

2 - [4 - [ ( (3 S) -1-tert - :/ F ^vo^ 

**^] -3- 
(5 l ^^ 2 --f > Fy;i/) 

(tettiSttW) 

1 H - NMR (C DC 1 3 ) 5" : 1 . 3 0 (3 H, t) , 
1 . 45 ( 9 H, s ) . 3. 05 (1H, dd), 3. 
62 (3 H, s ) , 4. 70-4. 90 ( 1 H, m) , 

6. 30 (1H, s) ( 6. 80 (2H f d), 7. 3 
0 (2H, d) , 7. 3 0 -7. 8 0 (2 H, m) , 

7. 8 0 ( 1 H, s ) 
[0135] 9 9 

2 - [4 - [ ( (3 S ) -1-tert -yb^^tfJl 

sfcwi'- 3 -fny v~>v) 4r*i/~\ 7x^;H -3- 
( 1 - i s o-^>;b-5 -->T^- 2 - -Y> F y;U) 

1 H — NMR (CDC 1 3 ) 5- : 0 . 9 (6H, t ) , 

1. 46 (9H, s ) , 2. 0 0 - 2. 3 0 (3 H, 
m) , 2. 95-4. 20 (9 H, m)3. 65 (3 
H, s ) , 4. 75-5. 00 ( 1 H, m) , 6. 32 

(1H, s ) , 6. 8 3 (2H, d) , 7. 2 0-7. 
50 (4H, m), 7. 82 (1H, s ) 
[0136] 1 0 0 

2 - [4 - [ ( (3 S) -1-tert -y'V^UtJ)V 

3 -t'ny zs—jv) ^^ul - 3- 

(6 -%/T s- 2 -A > F yjl/) 7'Pb^>^^ 

! H NMR (C DC 1 3 ) S" : 1 . 50 (9 H, s) , 

2. 00-2. 25 (2H, br), 3. 13 (1H, 
dd), 3, 37-3. 75 (3 H, m) , 3. 97 

(1H, dd), 4. 70-4. 90 (1H, br), 
6. 37 (1H, s) , 6. 80 (2H, d) , 7. 1 
0-7. 7 0 (5H, m) , 9. 2 5 ( 1 H) 

[0137] 1 0 1 

2 - [4 - [ ( (3 R) -1-tert 

3 -t'ny -3- 
(6 -i/TS- 2 -A > F Vil) 7 4 ot°t>lx^i 

1 H — NMR(CDC1 3 ) & : 1 . 12 (3H, t), 
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1.48 (9H. s), 2, 10 (2H, br), 3. 
16-4. 00 (3 H, m) , 3. 55 (4H) , 4. 
10 (2H, q ) , 4. 85 ( 1 H, br), 6. 32 

( 1 H, s ) , 6. 8 0 (2H, d) , 7. 10-7. 
7 0 (5H ( m) 

[0 13 8] #*F'J 1 0 2 

2 - [4 - [ ( (3 S) -1-tert - 7Y*rt/i3)V 
3 -fcfp ;H - 3- 

(6 -->T^- 1 -jt&fr-Z --f > FUJI/) 7 a ot:'t 
>ig y ?;i/xxfib 10 

1 H - NMR (CDC1J J: 1. 45 (9H, s) , 
2. 00-2. 25 (2H, br), 3. 13 ( 1 H, 
d d) , 3 . 6 0 (3 H, s ) , 3. 6 2 ( 3 H, 
s ) , 3. 90-4. 10 (1H, dd) , 4. 75- 
4. 9 0 ( 1 H, b r ) , 6, 3 0 ( 1 H, s ) , 6. 
80 (2H. d) , 7. 10-7. 70 (5H, m) , 
9. 2 5 ( 1 H) 
[0 13 9] 1 0 3 

2 - [4 - [ ( (3 R) -1-tert 20 
stf— Jl/- 3 -fcfp U Z>^Jl) **rls] y^^Jl] - 3- 
(6 - %/Ts- 1 -x^;b-2 -41/ Fy;lO ^°Pfc°* 

1 H NMR (CDC 1 3 ) (3-: 1, 34 (3H, t, J 
-7. 2Hz), 1. 47 (9H, s ) , 2. 00- 
2.30 (2H, m) , 2. 9 0 -3. 3 0 (3 H S 
m) , 3. 40-3. 80 (4H, m) , 3. 66 (3 
H, s ) , 4. 15 (2H, q, J = 7. 2Hz), 
4. 70-5. 00 ( 1 H, br), 6. 30 (1H, 30 
s) , 6. 84 (2H, d, J = 8. 8Hz ) , 7. 2 
7 (2H, d, J = 8. 8Hz), 7. 26 (1H, 
d, J = 7. 0Hz), 7. 54 (1H, d, J = 7. 
OHz ) 

[0 14 0] 1 0 4 

2 - [4 - [ ( (3 S) -1-tert -zfh*rlst?Jl> 
3 -tfP y %?~)\>) t*ri/] -3- 
(6 -->T^- 1 -x^;b-2 --f > F'JJb) ^Pt'* 

(ttffi*K«) 40 
1 H-NMR(CDC1 3 ) 5- : 1. 32 (3H, t, J 
= 7. 2Hz) ,1.48 (9H, s) ,2.00- 
2. 30 (2H, m) , 2. 9 0 -3. 3 0 (3 H, 
m) , 3. 40-3. 80 (4H, m), 3. 64(3 
H, s ) , 4. 15 (2H, q, J = 7. 2Hz), 
4. 70-5. 00 ( 1 H, br), 6. 30 (1H, 
s), 6. 84 (2H, d, J = 8. 8Hz), 7. 2 
6 (2H, d, J = 8 . 8Hz), 7. 26 (1H, 
d, J = 7. OHz), 7. 54 (1H, d, J = 7. 
OHz) 50 
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[0141] 1 0 5 

2 - [4 - [ ( (3 S ) -1-tert - :/ f-=F^;*7Jl/ 

3 -t"py V^jv) **i/] y*~jv] -3- 
[1- (2-^nnx^) - 6-V7^-2-^>F 

(ttttifttt*) 

1 H — NMR (CDC 1 3 ) 5- : 1. 47 (9H, s) , 
2. 0 0 - 2. 3 0 (2H, m) , 3. 00-4. 20 

(9H, m), 3. 66 (3H, s), 4. 2 0- 4. 
60 (2H, m), 4. 80-5. 00 ( 1 H, m), 
6. 3 7(1 H, s ) , 6. 84(2 H, d ) , 7. 2 
0-7. 8 0 (5H, m) 

[0142] ##0J 1 0 6 

2 - [4 - [ (1-tert - 7 V *r%/ij)Vtf~}V- 4 
-b*^y>>~;i/) 3f-^>] -3- (6—>r 
y- i -x^;b-2 - -r> f y )v ) ^ 

1 H — NMR (C DC 1 3 ) 5" : 1 . 3 4 (3H, t), 

1. 60-2. 00 (4H, m), 3. 10 (1H, d 
d) , 3. 30-3. 40 (2H, m) , 3. 57 (1 
H, dd), 3. 6 2 -3. 7 5 (2 H, m), 3. 9 
0-4. 30 (3H, m) . 4. 35 ( 1 H. m) , 

6. 3 0 ( 1 H, s ) , 6. 9 0 (2 H, d) , 7. 3 

0 (3H, m) , 7. 54 ( 1 H, d) , 7. 5 8 ( 1 
H, s ) 

[0143] ##0J 1 0 7 

2 - [4 - [ (OS) -1-tert -yh^UtfJl 

tf=F^] y*^-)i] - 3- 
(5 -%/ts- i -jt*fr-2 -4 y Fyjb) T'ow 

2 - [4 - [ ( (3 S) -1-tert - :/ F- 

jp^ji/- 3 -tfpy v-fo) tf-*^] t?*-^] - 3- 
(5 -%syy- 2 -4 > F y Ji/) 7°at^>ly^ 

X^;b3. Og^N, N-^f;l/WA7 5 F3 Om 

1 CcMBL/*>&T«^L/ft:*K:, 6 0 h V V 

tc3^{t^^;i.o. 4m\%m?L, mu-eimmmwis 

*9A^Pvhi/9^^-KJ:ijfl|»L, ftSffltttttttt 
<Z>SMffr&tt2. 0 g£l#/c 0 

1 H-NMR(CDC1 3 ) 5" : 1. 45 ( 9 H, s), 

2. 0 0 - 2. 2 2 (2H, m) , 3. 05 ( 1 H, d 
d) , 3. 35-3. 80 (5H, m), 3. 63 (3 
H, s), 4. 00 (1H, dd), 4. 75-5. 0 
0 (lH.br), 6. 25(1 H, d) . 6. 8 5 

(2H, d), 7. 20-7. 50 (2H, m) , 7. 
9 0 ( 1 H, s ) 
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to 144] mmm i o s 

2 - [4 - [ ( (3 S) -1-tert - 7 h^Xfr 
3 - tfp y :7*-;b] -3- 

2, 3, 4-rF7tFU-2-t 

(6-^7^-1, 2, 3, 4-rF7tFU-2-t 
y&fr) J?)]/ h y ^ p - 

>x;t^>KiM9. 0g4rF7tFn77>150m 

HC«i«U B0%**{fcthy)A6 0 0mg*9»^ 

ST^SJ U 2 - [4 - [ ( ( 3 S ) -1-tert- 

- 2 -tf + vBEK x^;l/XXy^;lx4. 16g£> 
f h7tFO^7>10mlS$?:K/c o C<DJ5J£iK 

bp?? a -Kjz^ommh, «feffi«o2- [4- 20 

[ ( (3 S) -1-tert - ^Ft^M*^-3 

-wyy^W tf*^] -3- 

^-1, 2, 3, 4-f F7t Fo-2-t7^;V) T 

3. 9 0g^c o C©Ett£Zf*©«^B»2, 58g 
?:i^y-;l/4 0mHcm, ^ft^v^A • 1* 
flffil • Hfflt^ ^A6 5 0mg * JP^T 5 BfOTg« 

MiTSvy^^^^A^n^F -f — tcj:0 30 

afett^CDgMb^ 1 . 6 9g«#t 
a H-NMR (CDC1 3 ) 5-: 1. 20 (3H S t, J 
= 7. 0 H z ) , 1. 45 (9H t s ) , 1 . 50- 
3. 90 (16H, m), 4. 10 (2H, q ) , 4. 
82 (1 H, m) , 6. 81 (2H, q, J =9. OH 
z) , 7, 0 0 -7. 40 (5 H, m) 
[0 14 5] ##F'J 1 0 9 

2 - [4 [ ( (3 S) -1-tert - -?Y*rlsij}V 

**ris] y^—fr] -3- 
(5-^7^-2-<>^^V>i;b) 7'Pft>i 40 

a) 3, 4-y7^<>V^F , j;l'3, 4 2gMx 
=F*;t, ^pp7tF-^^f-F tMWtt4. 0 6g£x 
$y-;H0 0ml L , 3 l$|fBAIK3?£ L Tc 0 

5H5t, 2 - ^dp^ 5 - 5 

^FV^2. 7g£rf#/c 0 
mp 144-146 °C 

^-NMR (CDCh) 5- : 4. 83 (2H, s) , 50 
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7, 48 (1H, d, J = 7. 1Hz), 7. 57(1 
H, d, J = 7 . 1 H z ) t 7. 95 (1H, s) 

b) am~cWc2 * #v 

wt/^l^x h yji/ 1 . 0 gS^ h y :7 ^ x;i^x:7 ^ 
>2. 19g^30ml 1, 

jbu 1 4 0°crn»iLfc o te»*K*s*u 
n^tiftmmmtz- la - t < os) - i- ter 

t 3 - t'ny^) **^] 

7x^;V] - t + xWxxr;V2, 03 

g^rF7tFn77>20ml ix^y-;l2 0ml 

fcfv^P [5. 4, 0] -7-^>^-fe>l. ua 
^.7 2B$^JiJ*L/c 0 f#6n/c»g« 
^PWAix^y -^CD^^^r^tri^ 
'M^7A^P7^ 7 7 -/-CCJcOffiKU ifrft 
©2 - [4 - [ ( (3S) -1-tert -7Y^tf 
W^-3-t'py^;V) X^ls] 7*^)1] -3 
- (5-V7/-2-^>XV^V'j;V) TPV)l>m 
x^l/XXr^E|*i ZfW^ti 1 . 5g 
f#jfco C CD Efti Z fW^ft^f F 7 1 F U7 7> 5 
Omlix^y 5 0ml ©ffl-^CCjgfl? 0 , BWfcJ'* 
A • l*fDft-8^»;^Al. 5 5ft 

6n/ciM«, ^np*;VAix^y^;W t ^ 

sassKi-rs^y *w*5ajp7 f ^ 

i^iSL, ttttffitK©«gMfcl^ 3 20mgm 
1 H - NMR (C DC 1 3 ) 5" : 1 . 14(3 H, t. J 
= 7. 0 H z ) , 1 . 48 (9 H, s), 1 . 90- 
2, 30 (2H, br), 3. 05-3, 9 0 (6H, 
m) , 4. 12 (2H, q, J =7. 0Hz) , 4. 0 
0-4, 30 (1H), 4, 70-4, 95 ( 1 H, b 
r ) . 6. 79 (2H, d, J = 8. 8Hz), 7. 1 
9 ( 2 H, d, J = 8 . 8Hz) s 7, 35-8, 10 
(3 H, m) 

FD MS (m/z) : 5 0 4 (NT) , 5 0 5 (M* 
+ 1 ) 

[0146] ##M 1 1 0 

(+) - 2 - [4 [ ( ( 3 S ) -1-tert - 

^M^-3-b'pyy^) j-^is] 
Jl/] - 3- (6-^7^-2-^>Fy;W 7"PW> 
St ( (2 S) - 1 - p- hJl/X>^^j^;l/ - 2 -b' 
oy^iW ^^JbiXril'S^ (-) - 2- [4- 
[ ( (3 S) -1-tert -7b*Zsftfr#~>\'- 3 

-tay^jb) -3 - (6 -v'T 

y-2--Y>Fy;b) 7'PW>1 ( (2S) - 1 - 
p - F ji/x>x;i/^x;b- 2 - bn y e^x;i/) y ^ii/x 

a) 2 - [4 - [ ( ( 3 S ) - l- tert-7>^> 
M^^-3-t'pyy^) :t + ^>] 7*^)1] ~ 

3- ( 6 - */? -/ - 2 - >f > K y 7'pW>8 ^ 
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?-)lx.x~r)l2 2 g<DJ$ 10 0ml ffifiBEK*» 

ffcthy5A3gS*10ml tCi3^L/fc*«S:ftIA2 
4^fflSiar8}fLfc 0 jWK*H*«^x>BIK:rpH4 

M^m^LXZ- [4-[((3S)-l-tert- 

y b *cisjj)i>^~)\/- 3 - 1: p y >^;L0 rt^v] 

-3- ( 6 -^T^- 2 - 4ls F yjrl/) 7°Pt^ 
>i2 0 g £f#fc 0 

IR(KBr) : 3 3 5 2, 2218, 1710, 16 
7 7 cm -1 10 
b ) axrcf#fc 2 [4 [ ( ( 3 S ) l tert 
-?\>*%/ii)\,l$~)\,-Z-}dVVV>~)\s} -7 
-3 - (6 -%sTS- 2 --f> F yjU) ^Ob' 
^>K2 Og, ( (2 S) - 1 - p - 

f>3 0 0ml KSJBU *»«WT)I«HI04 -y-rf 
-/b*yy>i 1 , 3 -Zsis&w^^*s)Vft)l>tf 

AiT^F>CD»^ft'CBU'rsc:iK:J:0 ( + ) -2 

- [4- [ ( (3 S) -1-tert -*f h ^isft&tf 
^-3-b'ny^;l/) -3- 

(6-^r> r -2--f>Fyji/) 7"nbt>i ( (2 

S) - 1 -p- FJl/X>^Jl/*-Jl/-2-t*pyy^ 

1 H - NMR (CDC 1 3 ) <5-: 1 , 00-1, 80 (4 
H, m) . 1 . 46 (9 H, s ) , 2. 00-2. 30 
(2H, m) , 2. 4 3 (3H, s) , 3. 00-4. 
40 (12H, m) ( 4. 7 5 - 5. 0 0 ( 1 H, 30 
m) , 6. 3 0 ( 1 H, s ) , 6, 8 2 (2H, d) , 
7. 10-7. 90 (9H, m) , 9. 00 ( 1 H, 
s) 

mmcmm^m&r&cttexv, (-) -2- [4 

- [ ( (3S) - l- tert-7"F *rt/ft)\,i$~)\/ - 

3-eoy^jV) y^^ji] - 3- (6— > 

y s 2 - A > py;i/) 7'nb^>i ( (2 s) - 1 
- p - 2 - t:P y 

9. 5 g£f#/c 0 
1 H - NMR (CDC 1 3 ) S : 1. 10-2. 00 (4 40 
H, m) , 1. 44 (9H, s ) , 2. 00-2. 25 
(2H, m), 2. 4 1 (3H. s) , 2. 95-4. 
10 (1 OH, m) , 4. 20 (2H, d ) . 4. 70 
-4. 90 ( 1 H, m) , 6, 25 (1H, s ) , 6. 
80 (2H, d), 7. 10-7. 80 (9H, m), 
9. 2 0 ( 1 H, s ) 
[0 14 7] #*F'J 1 1 1 

2 - [4 - [ ( (3 S) -1-tert -7 Y^t/Ufo 
3 - trP y X^cls] y^^ii] - 3- 

(6 -*sTS- 1 -x 2- A 50 
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>Fy^) ^Pb'tyS 

2 - [4 - [ ((3S) -1-tert ht^^ 
3 - fc"ny * + -3- 

(6 -^7^- 2 --f > F yjl/) 7 s ut^>8^^x 
X^Jl/3 + Og^N, N-^^WA7^ F3 0m 

1 tcjfflBU /K^Mf$T6 0%7k*it^ 

m g £JP;t 2 0 #raimSTlK?PLfc 0 CCDJg^tC^P 
x^bx^r^O. 7mim, 1 H^M^ 

»6nfc»Si4^^npy^>i7t h>oi^ 

-fCcfcQffiHU tt«?):i»KO*«ft^«3. 2g^f# 
ft. 

1 H-NMR(CDC1 3 ) 5- : 1. 26 (3H, t ) . 
1. 46 (9H, s ) , 3. 02 (1H, d d) , 3. 
30-3. 70 (5 H, m) , 3. 66 (3 H, s ) , 
4. 00 ( 1 H, d d) , 4. 20 ( 2 H, q) , 4. 
80 ( 2 H, s ) . 4. 78-4. 90 (1H, m) , 
6 + 4 0 ( 1 H, s ) . 6 + 9 0 (2 H, d) , 7, 2 
0-7. 70 (5H, m) 
[0148] 1 1 2 

2 - [4 - [(OS) -1-tert -yh^rUtfJl 
*F~Jl>- 3 -b'ny 4r*r*s~\ 7*^)1] -3- 

(6 -%/TS- 2 F y^) y'&^s-Jl 

2- [4 - [(OS) -1-tert-^ F 

^-3-b'ny^) *^>] -3- 

^r;H:2, 7grb7t Fn77>30mHCjgB? 
U ^kJR^^SR^ F y9A6 6 0mg*Jn*fc o CCD 

r3B$|«iWPt,fc. SJCt^Cl 0%^x>«*««4ftl 

UTf#6to£^3^£r^#pp^ £y-;UDi!S 

*-te,fcC>ffl«U J*K©«Hib^«f2. 2g*f#/c 0 
1 H NMR(CDC1 3 ) 5- : 1. 48 ( 9 H s s ) , 

1 . 9 5 - 2. 2 5 (2H, m) , 2. 48 (1H, 
t) , 3. 00-3. 22 (2H S m), 3. 40- 
3. 69 (6H, m), 3. 70-3. 90 ( 1 H, 
m) , 4. 70-4. 90 ( 1 H, m), 6. 21 (1 
H, s),6, 80(2H,d) s 7. 00-7.65 

(5 H, m) , 9. 2 0 ( 1 H, s ) 
[0149] ##^J l l 3 

2 - [2 - [4 - [ ( OS) -1-tert-^K 

^;b^jv-3-t°ny^;i/) ^^rUl y^^jv] 
- 3 - t: FP^v'^P tVl/] - 6 -l/TS- 1 - A > F 

2 - [4 - [ (OS) -1-tert -^F+^*Jb 

*'^-3"b°py^^w ^ + 7x^jH - 3- 
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(6~>>TS-2-J>lrV)l) 7°U^S-)l>2. Og 
S^W^AT^ F30ml CCjgjBU MSffT 
6 0%fcM1ti* h y 8 Omg^mS O^fUJIHlS 

0. 5mi£m, mra«u*oftic sB3KK:*{fcr> 

^^A7jq§7ffi£ftppt h;bx>iftK x^;bxxr^ 

til, *5Wtt^O«H{t^» 1 . 5ff*»fc. 10 
1 H NMR (CDC 1 3 ) : 1. 23 (3H, t) , 

1. 45 (9H. s) , 1. 9 0 -2. 2 0 (2 H S 

s ) , 4. 20 (2 H, q ) , 4. 50-4. 90 (3 
H), 6, 20 (1H, s), 6, 78 (2H, d) 
[0 15 0] 1 1 4 

2 - [2 - [4 - [ ( ( 3 S ) -1-ter 
5>*;l/sK^^- 3 - tru y >>^;lO =f=F5>] 

a) p-t Fn^^>XY;VftFl. 31g, (3 

R) - 1 - t e r t -:7 3-tFn 20 
t^t'o y *✓> l . 8 7 h T J 7 -f > 

2. 8 8 g^f F7t: FD77>40m HCfgJBU * 
filffT7V^^;^>S yx^^fiH. 9 1 
g*m4 5dBlffLfc < ?§«£M*U f#6n/c^ 
g^^r^ > if > £ffi^ x X fvUDS^£?§fcH 

flWU MXCD4- [ ( (3S) -1 -t e r t-7h 

;bft F 2 . 9 g£f#/c D 

1 H-NMR(CDC1J d : 1. 48 (9H, s) , 30 
2. 00-2. 40 (2H, m ) , 3. 30-3. 80 
(4H, m) . 4. 90-5. 10 (1H, m) , 6. 
98 (2 H, d, J = 9. 0Hz) s 7. 84 ( 2H, 
d, J = 9 . 0Hz), 9. 89 ( 1 H, s) 

b ) a*rf#fc4 - [ ((3S) - l- tert-7"h 

;VfbF0. 9 3 g t (6 -v'T s- 2 ~A > F UJlO 
y^^Fy^i^;!/*^*^ 1 )^ ^05F1, 6g^r 
y^^— ;l/2 0ml if F7b FO77>20m 1 Oil 

^kksjbu ?mnnTi, 8-^r-tre^p 40 

[5. 4. 0] -7 -^>f r *fe>4 9 0mg?:SP^3H# 

Zft©g^»ilT2- [2-[4-[((3S)-l 
-tert -:7>^>#;b^;l/-3 - fa y^^b) 
rf=^] fcf— jH - 6 -A > F^L^l^- 

h y;w 0 0mg^f#/c o 

1 H - NMR (CDC 1 3 ) 8 : 1. 43 (9H, s) , 
1. 90-2. 23 (2H, m). 3. 30-3. 70 50 
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(4H. m) , 4. 75-4. 95 ( 1 H, m) , 8. 
6 5 ( 1 H, b r ) 

c ) bmvmc2- [2 - [4 - [ ( (3 S) - 1 - t 
ert -^Ft^Jl/^;!/- 3 -t'O y ts~)l>) ^ 
*✓] y^^Jl/] ;b] - 6 - >f > F— Jl/Aul/d*- F T J 
JbTOOmg^^^y-il/ZOmlif F7tFU77 
>4Oml0il^Wcj§SI^ SMfc'^S^A • l/KW 
ft-«W^y^A7 OmfiriJD*., 3 RfflI«EaK*B«7C 

* p p a £ ^ * y - Jb©a^»*Sffi»«£ f 
5->y^^7A^P7 YV'yy a -tc<£ Dili, 
l^aiftb»0«eft^«l 6 5 0mg £f#/c D 
1 H— NMR (CDC 1 3 ) 5- : 1. 50 (9H S s) , 

1. 95-2. 20 (H, m) , 4. 70-4. 90 
(1H, m) , 6. 3 0 ( 1 H, s ) , 6. 7 5 (2 

H, d) , 7. 10 (2H, d) , 7. 10-7. 65 
(3 H, m) , 9. 4 6 ( 1 H, b r ) 
[0151] ##1?'J 1 1 5 

2 - [2 - [4 - [ ( ( 3 S ) -1-tert-^K 
^;^;v-3-t 5 ny^;b) Jr^is] ?x.^)i] 
x.^)l>] - 6 -->T^- 1 F— /H^»x^Jl/X^ 

2 - [2 - [4- [ ( ( 3 S ) - l- tert-^F + 

^W^-3-btiy^) 7x^jH 
-6-^>F^^^Fy;V2, 4g* 
N, N-W^WAT ^ F5 Om 1 tcjgll, 
8BTF6 0%*jRffc^ Fy?A3 0 0mg*mSIK 

x^i^fibO. 7 6ml£jP;i, lB#MSfPLft: 0 

fc. iSK*S*L/r»6n?tMa»*, ^nn^> 
ir-fe h XDiB^Bff^SSm^SKi^i^y ^^^a 

{fc^»2. 3g«#/c 0 

1 H — NMR (CDC 1 3 ) 5" : 1. 2 (3H, t) . 

2. 0 0 - 2. 2 0 (2H, m) , 2. 95 (4H, 
s) , 3. 30-3. 60 <4H, m) 3 4. 18 (2 
H, q) , 4. 7 0 (2H, s ) , 6. 3 6 ( 1 H, 
s) , 6. 75 (2H, d) , 7. 0 0 - 7. 6 0 (5 
H, m) 

[0152] m-^m i i 6 

2 - [ [4 - [ (1-tert - 7 > *lsii)\t#~)\t- 
4- t°^y^;i/) ;l<] - 5- 
^>V'^7 ^>^;l/3j?^ b y ;V 

a) ^x^U>^y Om 1 tC7jc®Hfc*; y 

5. 0 7 8r%*n*SStcrllB*0fctt 1 CC8 0%t F-5^ 
>-27Kffi^f5. 5gM5-7"M-2 - (4-^F 
^^>-<>W^) -OV^^>5. 0 g * JP^. JtJ^Sf^ 
L/c 0 ^fISJS^pH4-5chLT^>^>CCT«m, 
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t i s o -7*v^y-)\s<Du^m%m&mm<LT&><*j 

- (4 -J hf^>t?;v) ^>V^7^>3 . 
9 5 LTf#fc 0 

1 H — NMR (CDC 1 3 ) ^: 3. 80 (3H, s) , 
4. 02(2H,s),6.23(lH, s ) s 6. 9 
0(2H, d, J = 9. OHz), 7. 20-7, 40 
(4H, m) , 7. 5 7 ( 1 H, m) 

b) a^rf#fc5 -^P^r-2 - (4-^b^>-^>^ 10 
;W^>V^>3. 9 5 gS^^TWtl- HI. 6 

7 g^rN-^^;V- 2 - fc'ny F>2 Om 1 GOKiBU 
SiPJM«TF2 0 0-2 2 0 TOW* Oft:, ftft, SJCS«J 
£*PP#Jt/AK*JPPO* ^^£*>S0ft o WSUi* 

o - yu \i)hx.-^)v<Du^m^m\^mmt^^>u y # 

y;^7A^Pvh^7^tci:?)f|Sl, 2- (4 
-5-^>^7 7>^;^hy 

;l/3 . 10 g£f#/c D 

mp 78-80 °C 20 
1 H - NMR (CDC lj & : 3. 80 (3H, s) , 
4. 10 {2H, s) , 6. 39 (1H S s ) , 6. 9 
0 (2 H. d, J = 9. OHz), 7. 22 (2 H, 
d) , 7. 4 6 (2 H) , 7. 7 8 ( 1 H, s ) 

c) b*TCf#fc2- (4-^h*^>^b) -5-^ 

Om 1KSJB0, -5 0 °C&C^£P OJRfPOfc* fc=*{fc 
*^IR2. 23mlCD^^ony^>20mlj§I^S 

/M^oo^ttfU Mti5tm»Uc 0 30 

CD 2 - (4-t Fnt^>y;V) - 5 -^>V77> 

a H-NMR(CDCl 3 )S:4. 02 (2H, s), 

6. 4 5 (1H, s ) , 6. 77 (2H S d, J = 9. 
OHz) , 7 . 1 0 (2H, d) , 7. 4 8 (2H) , 

7. 8 1 (1H, s ) 

d) circf#fc2- (4-tFO^><>^) 5 

<>V'7 7>^ji/^hy;n. 50g, hy?*^ 

^X^^>2, 37gR^l-ter t-7>+^ 40 
^-4-tFn^i/b^yi/>l, 21g^f F7 
tKn75>5 0mlK«SU SfflKTlBFFTV^ 
#;t/#>K yxfjl/X^?;!/ 1 . 5 7g^|Jtlit4 0 

^7A^n? h a -CciQffiSO, tefelt 
«ft<D«Hft^«9 1.30k %mc a 
mp 144-146 °C 

1 H - NMR (CDC 1 3 ) S- : 1. 47 (9H, s) , 
1. 60-2. 00 (4H, m). 3. 20-3. 90 50 
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(4H. m), 4. 05 (2H, s) . 4, 44(1 
H, m), 6. 41 (1H, s), 6. 87 (2H, 
d, J = 9. OHz), 7, 20 (2H, d, J=9. 
OHz), 7. 47 (2H), 7. 79 ( 1 H, s) 

[0153] ##1?'J 1 1 7 

3 - [3 - [4 - [ ( ( 3 S ) -1-tert-^K 
^*^;l/-3-t'Dy^ji/) Jr^is] 7*^] 
^PtVb] -5-<>V7 7>^;^hy;i/ 

a) (5 —>r 3 -*ovy jt*)i>hvy 

^;t^X*j^A ^P'J F2, 14gi4-^f^ 
i/7^^;V7^hT^fbF0, 7g*f F7bFd7 
7>100ml 0 0 m 1 

0, i, 8 -ynftrs^p [5. 4. 0] -7-0> 
5=-fe>0. 7 1gai2 4OTffl/c 0 

^Jl/#^A#PVh^:7 *-&Cj;9ffi«0, Ef*iZ 
ft©i^»il/T3- [3- (4--* 

ry^] -5-<>777>^*^Fyji/0, 86g 
m^3 7 0mg ^m±x^s.mnm7€^cnb?c a mm* 

M^SLt3- [3- h<¥fy* 
^Ptvi/] -5-^>y7 7>M^hy;b 

0. 6g?:S/c 0 CCtCf#6tl/c^ F+^#*y^OO 
y£>2 Om 1 ScjgjSU 0°CrH*ib^^ 
*0. 4ml(D^^OP^^>10mlgil:STL 

^*«*0T»6ftfaa«»* h^^>**U«S«ti 
«^y^^M7A^07 h ^ -tc<£0ffiM 
0, 3- [3 - (4-tFat^>7x^) T'ntvi/] 
- 5 v:7 ^>#;b#^ h y;t/2 8 0 mg^flt 
1 H — NMR (C DC 1 3 ) S : 2 . 0 (2 H, m) , 
2. 6 4 (4H, m) , 6. 80(2H, d), 7. 1 
6 (2H S d) , 7. 52(3H s m) s 7. 79(1 
H) 

b) aJSrt#fc3- [3 - (4-tFn + ^>7x^) 
r/PfcVl'] -5-^>^7 7>M*^Fy^2 8 0m 

(3R) -1-tert -7l+y^W^- 3 
-tFo^^toyy>2 8 OmgRffF r J7x^W 
X7^f>40 Omg?:f h^b Fn77>20ml CC?g 

;l/2 6 5mgat SSt2 4W8ff0fc« 
g*0, »6hfti3aH»*n— 
x ^ ;l/ jg tT5->y*^;l/*7A^ 

nvF^77^ta^ffl»L, Sfeffitt^cD«^{t^ 
^4 0 Omg^lt 

1 H-NMR(CDC1 3 ) & : 1. 46 ( 9 H, s ) , 
2, 0 5 (4H, m) , 2, 66(4 H, m) , 3, 6 
0 (4H, br), 4, 8 5 ( 1 H, b r ) , 6. 8 5 
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(2H. d) . 7. 0 5 (2H, d) , 7. 53(3 
H, m) , 7. 8 3 ( 1 H) 

[0 15 4] 1 1 8 

4 - [ ( ( 3 S ) -1-tert - ? 
-3 - fa U 2f^>] - 3 -J F^^>XT 

;l^t: F 

^ r ;>3, 04g, (3R) -1-ter 
^;l/*r,;t/- 3 - t Fn tt/t'O 'J i>> 3 , 74gR 
CJfh 1/7*^1/^7 -f >5. 24g?:f f7bFn7 
7>5 0mHci§»?U TVy^Jl/*>m ^x^x io 

^ 7 -f - K J: DffiSSLT «Wtft£«»5. 0g£ttK^ 

1 H-NMR(CDC1 3 ) d : 1 , 47 (9H 5 s) , 

2. 00-2. 40 (2H, m ) . 3. 50-3. 80 
(4 H, m) , 3. 90 ( 3 H, s ) , 5. 02 (1 

H, b r ) , 6. 8 0 - 7. 6 0 (3 H, m) , 9. 8 

6 ( 1 H, s ) 20 

i stmmcvx^mi 1 Q<Dit&m%^& 

[0155] 1 1 9 

4 [ [4 ( n T^f^) rvyf;^o^ 

^] y F+->] OXT^ft F 
*H-NMR (CDC 1 3 ) S : 0. 80-2. 10(1 
OH, m) , 3. 1 3 (2H 3 dd. J = 6. 1 an 
d 6. 1Hz), 3. 84(2H, d 4 J=6. 1H 
z ) , 5. 56 ( 1 H, br), 6. 97 ( 2 H, d, 
J = 8. 7Hz), 7. 82 (2H, d, J=8. 7H 30 
z) . 9. 8 8 ( 1 H, s ) 
[0 15 6] #*F'J 1 2 0 

3 -T-fe^t^+e^- 4- [ ( (3S) - i 

a) 4- [ ( (3 S) -1-tert -^F+v^t^ 

-3-^F+^> 

U «K3 0 m 1 £flnA, SiSri^ 5 0 Wl B$ 
/c^g^rF7t FH77>1 OOmHcgiU, r-fe 40 
T^>8. 6 3g£?STL/c 0 «£S£g*U t#6*i/c 

- [ ( (3 s) - l -r-t?W-3-t°Dy^) * 

-3-^ht^>X7iVftF4. 3g«« 

1 H - NMR (CDC 1 3 ) & : 2. 04 (5H, m) , 

3. 50-4. 00 (4H, m) . 3. 90 (3H, 50 
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s ) . 5, 10(1 H, br), 6. 80-7. 60 
(3 H, m) , 9. 8 6 ( 1 H, s ) 

b) a jgrf#fc4- [ ( (3S) -l-7-feW-3- 

K4. 3g4y^Ooy$>4 0mlfcS)Bl A -7 0 
Ttfcft^^H*ft#tf*l 2. 6g£SrFUfc 0 S 
0 °CirSfi L , StB?R***CcffiftI LT ^ P P 

Bft*^PP*^A-n-^+t^>CCj:?)ilSaft0r4 
- [ ( (3 s) - l -7tw-3-t s oy^) ^ 
-3-bFo^^>X7^fbF2. 0g?:f# 

1 H — NMR (CDC1 3 : DMSO-d 5 = 9 : 1) 
S : 2. 00-2. 50 (5H, m) , 3. 50-4. 
00 (4H, m) , 5. 3 2 (1H, br), 6. 96 

(1H, d, J=8. 0Hz), 7. 22-7, 58 

(2 H, m) , 9. 8 1 ( 1 H, s ) 

c) bmX:Wc4- [ ( (3S) - 1 -T Hz - 3 - 

buy^ji) tf+f] - 3 - 1 Fnt^yXr^f 
fcFL lg*t:'y^>5mncill, jte*BEBJ0. 
8 6 g^ttUT^ST 1 W«l/c Q SJ£**«EET 

&c(£fflu fl6tifcig«^ywW7A^nvf 

9=y? 4 -rfflML^^^-^i^PP^^A<Dil^ 
rgailt, ttt^©W»ffc^» 1.30k £f#/c D 
! H NMR (CDC 1 3 ) S : 2. 06 (3 H, s), 
2. 28 (3H, s ) . 2. 00-2. 40 (2H, 
m), 3. 40-3. 90(4H,m), 5. 60(1 

H, br), 6. 9 0 -7. 9 0 (3 H, m), 9. 9 
0 ( 1 H, s ) 

[0157] 1 2 1 

4- [ ( 1 - F -A 5 ^V'J^) j* F3^>] 

OXTiVft F 

p-tFn+^>Xr;vftFl ( 2 2gr&£>*4-# 
pp^^;b- 1 - F y 5 ;F4. 0 8 
N. N-^y^;^^A7^ F4 0mHCi§«^ 

lit5^y^^M7A^n7F^77 * -tCcfc^ffl 

*«ffc^»2. 3gm o 
m p 1 8 1 - 1 8 2 *C 

X H-NMR (C DC 1 3 ) 8 : 5 . 0 9 ( 2 H, s ) , 

6. 90 (1H, d, J = 1 . 1Hz), 7. 00- 

7. 40 (17 H, m), 7. 47 (1H, d, J = 

I. 1 Hz ) , 7. 8 1 (2H, d, J = 8. 8H 
z ) , 9. 88 (1H, s ) 

[0158] 1 2 2 

2- [2- [4- [ ( (3S) - 1 -T^?)l- 3 - fcf 
ny^;W -3 -t Fn+^7x^] 
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a) 3-T^;l^^>-4- [ ( (3S) - 1 -T^z 
?;l/-3-t°Dy^) ^^]<>X7ibftF 

1. 3gM (5-^>T^-2-^>V77^) 
jbF y y^ji/^x^^A ^ny F2, 22g^r 
h7tF077>l 0ml ix^y^H 0 m 1 CDit^ 

ufc 0 $6sc, i, 8-^riffcr->^n [5. 4. o] 

-7-^>^>l. 8 8 gRe>**3 m 1 *jD^.2^ra 10 

mnLic 0 eie** 1 o%^x>^?K?§^r'pH4-5 <t 

y#^r;L<#^A#P^ F^? -f -scrfflSu Ef*i 

Z*©fi^»iLt, 2 - [2 - [4-[ ( (3S) - 
1 tf*^] - 3 - b F 

"H-NMR (CDC 1 3 ) S : 2. 0 0-2. 5 0 (5 20 
H, m) , 3. 40 -4. 0 0 (4H, m) , 5. 00 
(1H, b r) , 6. 3 0 -7. 9 0 (9H ( m ) 

b) _b!B2- [2-[4-[((3S)-l -Tte?)l> 

;H 5 <>V77>M^FVjH, 8 

g*f F7bFO77>3 00ml iii?y-;V3 0 0 
m 1 <7»«K*JBU Hft^^y^A • 1 7j<f[j^ * 
A'yW340mg^i, 5 0#P a m)±mWS7uCC^L 

ra^©*MMfc^» 1 . 6 g £|#/c Q 30 
m p 1 9 1 - 1 9 3 °C 

IR(KBr) : 2 2 24, 1 6 44, 1 5 1 2 cm 1 
1 H - NMR (C DC 1 3 ) 8 - 2 . 09 (3H ! s) , 

2. 00-2. 50 (2H, m) . 3. 04 (4H, 

s ) . 3. 50-3. 90 (4H, m) . 4. 96 (1 
H, br), 6. 40 (1H, s ) , 6, 50-6. 9 
0 (3H, m) , 7. 50 (2H t s) , 7. 80(1 
H, s) 

2 2tmm<Djim€j:t)mmn 23-124 

©{b^BJt^JSLfco 40 

[0 15 9] 1 2 3 

2- [2- [4- [ [4- (N-T-fe^lO T^S** 
^ Ft->] x^;i/] -5 

-^>^-7^>#;i/#^ F y;i/ 
m p 1 5 9 - 1 6 1 °C 

1 H-NMR(CDC1 3 )<^:0. 80-2. 10(1 

OH, m) , 1. 99 (3H, s), 3. 04 (4H, 

s ) , 3 . 19(2H,dd s J=6. 1 and 

6. 1 Hz ) , 3. 6 3 (2H, d, J = 6. 1 H 

z ) , 5 . 5 0 ( 1 H, b r ) , 6. 4 0 ( 1 H, 50 
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s) , 6. 79 (2H, d, J =8. 3Hz) , 7. 0 
8 (2H, d, J = 8 . 3 Hz ) , 7. 49 (2 H) , 
7. 7 9 ( 1 H) 
[0160] 1 2 4 

2-[2-[4-[(l - Fy^-4--/^'V'y 
)V) F^>] y jl^)1>] - 5 - ^>v^^> 

^jl/zK^- F V)V 
mp 165-167 °C 

1 H - NMR (CDC 1 3 ) S : 3. 0 3 (4H, s) . 
4. 9 7 ( 2H, s ) , 6, 3 8 ( 1 H 3 s ) , 8. 9 

0 7. 70 (22H, m) , 7. 78 ( 1 H, s) 
[0161] 1 2 5 

2- [2- [4- [ 7* 
-ji/] -5-^>V7 7>^;^Fy;l/ 

a) 4 - b Fn*^^^^>XriI/ft F 9 1 1 m 

( 5 -*sts- 2 y^F 
y^*j^;i/si?x*^«5A ^ny F2. 0g^fh7t 
FO77>10ml ix^y-ib 10ml (DS^ftCcS 
JBU 1, 8 -i^Ttf tT^^n [5. 4. 0]-7-^ 
>f^> 8 4 5 m g ^tetlSt 1 i«$L/c 0 *§ 

i4@SLt^4^y^^^7A^ti7 f 

*-CC<fc!)«!«U E*iZftOfi^ftiLt2- [2 
- (4-tFntW^7x^;l/) b^;l/] - 5 
>V77>M^Fy^2. 3g«?t CCtCfffc 
EfriZft<DS^«Bf2. 3gSrF7tFP77>10 
mlix^y^;H0ml (Dl^fci§«? L , SMfc'^ 
^ A * 1 7Kffi * VBBSt'* y)A8 0 0mg £fln AT 7 

^F^^-tCJ^ffilgU S»D2- [2 - (4- 

Jl/stf- Fy;l/8 3 5mg £f#/c D 
m p 1 2 3 - 1 2 4 °C 

1 H-NMR(CDC1 3 ) & : 1. 60 ( 1 H, s ) , 
3. 10 (4H S s) ( 4. 67 (2H ! s ) , 6. 4 

1 ( 1 H, s) , 7. 2 0 (2H, d, J = 8. 2H 

z ) , 7. 3 4 (2 H, d, J = 8. 2Hz), 7. 5 

2 ( 2 H, s) s 7. 82 ( 1 H, s) 

b) aSrf#fc2- [2 - (4-tFO + W?;l/7^ 
-ji/) -5-<>V7 7>^;^Fy^8 3 
5mg§M^^iH5mH«fU Sflt 1 H#lffl 
lf¥L/c D ^fc?*-^*H*o»6n«:Ha», N- 

5 #V-;^5 5 OmgRiya^fct F y r >A 
6 0 0mg«:T42F- F yJl/3 Om 1 CCSDIL/, 3^M 

A £ j§ mi§« if^^y^^7A^nvF^7 
mp 72-73 °C 

1 H-NMR(CDC1 3 )5':3. 08 (4 H, s) , 
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5. 0 9 (2H, s ) , 6, 4 0 ( 1 H, s ) , 6. 8 
9 ( 1 H, s), 7. 00-7. 1 8 (5 H. m ) , 
7. 49 (2H, s ) , 7, 5 6 ( 1 H, s ) , 7. 7 
9 ( 1 H, s ) 

[0162] m^m 1 2 6 

4- [2- ( 5 -zsts- 2 -^<yyy^^)i) x^ 

a) 4 ;l^>if>#;l^>K y^ibxxrjl' 
5. 17 (5 2 -<>V'7 7^iH ^ 
^h^x^^X^-^^A ^n»JF13. 9 7 g 10 
^•r h7bFO77>50ml £^#^-;l/5 OmKD 

[5. 4. 0] -7-^>?Hz>5. 0 2g£im*, 2 

Ei^tZW(DU^mtLX4- [2 - (5-^T^ 

-2-^>V^^^;b) fcf^ji/] y^jwc* 

T^t^fffco COlSMf h7t Fn77>30 0ml 
ix^ywb 10 0ml QSjft*cigJBU BMfc'^^ 

ftfc»B«*"< > > ^^§«i§« tir2>isVij>f)VXv 
AW? h ^7 -f -&c<fc fJfflSLt^U XASCD4 - 
[2- ( 5 2 --<>V ^x;b) x^;l/] ^ 

m p 1 1 4 - 1 1 5 °C 

1 H-NMR ( C D C 1 3 ) 8 : 3 . 13 (4H, s), 
3. 90 (3H, s) s 6, 31 ( 1 H, s ) , 7. 2 
6 (2H, d, J = 8 . 5Hz), 7. 50 (2 H, 
s) , 7 , 8 0 ( 1 H, s ) , 7, 9 8 ( 2 H 3 d , J 
= 8 . 5 H z ) 30 

b) aimvntc4- [2- (5-vr/-2-^>V7 

^x;b) x^;V] feSSK ^?jHX^;H. 5g^ 
f F7tfU77>20mlix^y —Jl 2 0ml (DM 

^mcmm u , 1 v y ? nmi 

1.41k %ntc a 

mp 234-235 °C 

a H-NMR (DMSO— d 6 ) 8 : 3. 13 (4H, 
s), 6, 70 (1H, s), 7, 44 (2H, d j J 40 
= 8. 0Hz), 7. 69 (2H S s) , 7. 88 (2 
H, d ( J=8. 0Hz) , 8. 06 (1H, s) 
[0 16 3] 1 2 7 

2 - [2 - [4 - [ (4 -y 1 -tx 7 ^^b) 

^7;l/^^;l/] x^;b] -5-^>V^^>^7 

;b#'x h y JI/ 

4- [2- (5-^7/-2-^>V77^) 
JUSlfSl, 3 5g«?t^H 5mlft2 

S^*-? b^t Fn77>10ml KiBISU *>&T9i 50 
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fllWS 1 -^;bt:^^> 1, OgOfh^tF 
n77>20ml igffi^'NHT h fc. SIT? 1 B$lffl8tf£ 

it, ^ffl^K7j<»^ b y 9A*iB«^»0fc B WtS 

1 . 35g £f#/c 0 
m p 1 1 5 - 1 1 6 °C 

1 H - NMR (DMSO-dJ 8 : 2, 34 (3H, 
s ) . 2. 4 3 (4H. b r ) , 3. 11 (4H S 
s) , 3, 64 (4H, b r) , 6, 42 ( 1 H, 
s ) , 7. 26 (2 H, d, J = 9. 0Hz) s 7. 4 
0 ( 2 H, d, J = 9. 0 Hz ) , 7, 50 (2H, 
s ) , 7. 80 ( 1 H. s) 

[0164] m^m 1 2 8 

2 - [2- [4 - [ [ (2 -f^>>x;L0 7^] AMI* 
#x;L>] y^x;i/] x^Jb] - 5 r 7 
xb y;V 

a) 4- [2 - (5-^7/-2-^yV'77^) x 
^]Slfilg, l-tFn^>V>'J7V- 
Jl/5 7 8mg^dP^^> 10 0ml &CjglJ?L^& 
T\ 1, 3 - ^ F7 8 0m 

*i/c^®^^ ^ n p a i x 3? >> wi/©fi^B*?gHi 
glitS^yM';^7A^nvF^77 -f-tcrffl 

C4CCj:D»3tt<D2- [2- [4 - [ [ ( 1 -^>V> 
yrvy;W ^+^>] #;i^x;b] ^^x;b] x^;H 
-5 -^>V^^>^;b^x h y;n . i g£f#fc D 
m p 1 7 1 - 1 7 2 °C 

*H— NMR (C DC 1 3 ) 8 : 3. 14(4H, s), 
6. 48 ( 1 H, s ) , 7. 30-8. 30 ( 1 1 H, 
m) 

MS (m/z ) : 4 0 9 (M + + 1 ) 

b) allrf#/c2- [2 - [4 - [ [ ( 1 -^>V h V 
77ViW ^ + #;l^x;H ^^x;H x^;t,] - 

5 -^>777>W*^ F'JiHOOmg, R^'T^ 
7b7^>23, 3mgr£N s N-^^WA7^ 
F 2 m 1 JCjgi I 6 0 %*»tf F V A 1 3 , Omg 

e»Wa§«>"J^^7A^CI7F #57 A -CC 
<fc 0 »» 0 , »5E0«Wfc^i» 5 5 m g £f#fc 0 
mp 183-185 °C 

1 H — NMR (C DC 1 3 ) 8 : 3. 17 (4H, s), 
6. 42 (1H, s ) , 7. 34 (2H, d, J = 9. 
0Hz) t 7. 59 (2H, s ) , 7. 81 (1H ( 
s) , 7, 90 (2H, d, J=9. 0Hz) , 8. 2 

6 (1H, dd, J-3. 0 and 1. 6Hz), 
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8. 40 <1H. d, J = 3, 0Hz) . 8, 65(1 
H ( br) , 9. 74 (1H ( d, J = l. 6Hz) 
[0 16 5] 1 2 9 

[5 - [ ( (3S) -1-ter t -V >^#;l/sK- 
ji/-3-fay^;i/) -2- [2- (5—> 

T y - 2 -^yjyy^Jl) y^^jl] tf^^ 

a) 2, 4-ytFO^>XWtFl. 3 8 

(3R) -1-ter t - F ^tsftfrtf-fr- 3 

-tFa+i/fpy^i, 87gfcJ:^fy7x^;i/ 10 

^X:?^>2. 88g^f F7bFP77>40mHC 
iSJBU TV^^i^^i ^x^;1/X^t*;H . 9 1 

©**i»K«4 LT4 - [ ( (3 S) -1-tert- 
:/F^#Jl/#-Jl/- 3 - fP y 5->-A0 **%s] -2 
-b FPt^>X7;l/ft F 1 . 2g^lt 
1 H - NMR (CDC 1 3 ) : 1. 47 (9H 3 s) , 
2. 0 0 - 2. 3 6 (2H, m ) , 3. 30-3. 75 
(4H, m), 4, 94 (1H, quint), 6, 3 20 
8 ( 1 H. d, J = 2 . 1Hz) , 6. 5 2 ( 1 H, d 
d, J = 8 . Oand 2. 1Hz), 7. 44 (1 
H, d, J = 8. OHz), 9. 72 (1H, s ) , 1 
1 . 4 5 ( 1 H, s ) 

b) alTCf#fc4- [ ( (3 S) -1-tert-^h 
t^^-S-b'ny^jV) ^ + -2-b 
Fn^>X7^ftFl, 2 7gfc<t^PASi 

i^Jl/X^fSiVO . 8 8 4 g £7*fe F> 1 OOmHC 

f?6«g«>"i^W7A^n7 F - 
rill, »tt<z)*SffiTOiur [2-*;F5;v-5 

- [ ( ( 3 S ) - l- tert-^h ^^tfJV^^JV - 

-r ;F 1 . 44g &Wc 0 
1 H - NMR (CDC 1 3 ) & : 1. 30 (3H, t s J 
-7. OHz), 1. 47 (9H, s ) , 2. 00 
2. 28 (2H, m> , 3. 3 6 3. 7 0 (4H S 
m) , 4. 2 8 (2 H s q ) , 4. 7 1 (2 H, s ) , 
4. 94 (1H, quint), 6. 31 (1H, d , 40 
J = 2. 2Hz), 6. 5 3 ( 1 H, dd, J = 8. 8 

and 2. 2Hz) , 7, 84 (1H, s), 1 
0. 3 9 ( 1 H, s ) 

c ) b m^Wc [2 -7fr)l^)\s- 5 - [ ( ( 3 S ) - 1 
- t e r t - 7 ' F^^#;1/jK— Jl/- 3 - t*U y*/— Jl/) 
:7*~J1/] tf^ffl® x^iXriH, 4 
4gfeJ:^ ( 5 -zsT s- 2 - ^> V 7 ^-^;l/) 
F y 7x^;^x^^^A^n y F l . 7ig^fF7 
tFO77>10ml £^£y-;M 0 m 1 <DM^Ci§ 
mv, 1, [5. 4. 0] -7-^ 50 
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0. 6 64gm lBWHWPl/fc. ass* 
Si8iit^^y^^7A^n7 F 2/^:7 * -ccj; 

1. Sg^flt C0tl>7Y>ftL 8g^:rh7t 
FP77>40ml ii^/-JH 0 m 1 <D?l¥®&Ci§BS 
U Mffc^^A • mit'tV • l/Kffi^O. 2 2 

^7A^P7F^77 -f-rfflSLtSS^t^l . 

6 g *«rttO*Si»R«i 0Tf#/c o (SJCT^Xt^ 
^l/c D ) 

1 H-NMR(CDC1 3 ) 5- : 1. 46 (9H, 
s), 1 . 96-2. 08 (2 H, m) , 3. 08 (4 
H, s), 3. 3 6 -3. 6 8 (4H, m), 3. 80 
(3 H, m) , 4. 6 2 (2H, s ) , 4. 8 0 (1 
H, br), 6. 30 ( 1 H, s), 6. 36 (1H, 
d, J = 8. OHz), 6. 43 ( 1 H, s ) , 7. 0 
2 (1H, d, J = 8 . OHz), 7. 46 (2H, 
s ) , 7. 77 ( 1 H , s ) 

[0166] mmm 1 

3- (5-75^^-2-0^77^) -2- [4 

- [ ( OS) - 3- t°ny^) **ris] y*^ 

2 - [4 - [ ( (3 S) - 1 - t e r t F + ^;b 
^-3-b s nyi/^i/) ^^>1 -3- 

(5-^7-/-2-^>V77^W ^Pfcr*>H x 
?;uxf;n. 9 6 g^xjywn 5 Om HCjgfS 

m%T>*:~T 1 5% (w/v) 

^>-y^;K>^>l^ft: #Vi=*-Y^> HP- 

2 0) ©^7A^P7F^77^ -fCfJU /KiT-fe F 

mm l@k»77 * ^> 3 >K*ttK*jn*r«iwgH 

TSC£K£0Hfl«DMffc^W6 1 0mg£f#/c o 
1 H-NMR(DMSO-d 6 ) 5 : 1. 08 (3H, 
t , J = 7. OHz), 1.90-2. 30 (2 H, 
m) , 3. 00-3. 80 (6 H, m), 3. 80- 
4. 30 (3H, m), 5. 08 (1H, br), 6. 
73 (1H, s), 6. 93 (2 H, d, J = 8 . 3H 
z ) , 7. 33 ( 2 H , d , J = 8. 3Hz), 7. 7 

3 (2H, s), 8. 08 (1H, s), 9. 25 (2 
H, br), 9. 40 (2 H, br), 9. 50-1 
0. 0 0 (2H, b r ) 
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[0167] mmm2 

3- -^.y^Jy^^JV) -2- [4 

- [ ( (2S, 4S) -2-^W^-f;l'-4-t t n'J 

m» 

'H-NMR (DMSO-dJ 8 : 1 . 10 (3H, 
t, J = 7. 0 Hz ) , 1 . 70-3. 20 (2 H, 
m> , 3. 00-4. 50 (8H, m) , 5. 00- 
5. 30 (1H, b r ) , 6. 71 (1H, s ) , 6. 
87 (2H, d, J=8. 3Hz), 7. 30 (2H S 
d, J = 8. 3 Hz ) s 7. 72 (2H t s ) . 8. 1 
0 (1H, s) . 9. 0 0 - 1 0, 0 0 (6 H) 
[0168] »6#!|3 

3- (5 -T^zsS- 2 --<>^7y^)l) -2- [4 

- [ ( (2S. 4S) -2-isJ*)\sft)Wejfr-4 

Hf* 

1 H - NMR (DMSO-d 6 ) 8 : 1. 1 1 (3H, 
t, J = 7 . 0 Hz ) , 1. 70-3. 30 (2 H s 
m) , 2. 9 1 (3H, s ) , 2, 9 6 (3H, s) , 
3. 0 0 -4. 2 0 (7H, m) . 4. 70 (1H, b 
r > , 5. 10 ( 1 H, b r ) , 6. 6 9 (1H, 
s) , 6. 86 (2H S d, J = 8. 7Hz), 7. 2 
9 (2H, d, J = 8. 7Hz) ,7.69 (2H S 
s) ( 8, 07 (1H ( s), 8. 80 (1H ( b 
r ) , 9. 1 0 (2 H, b r ) , 9. 3 4 (2H, b 
r ) , 10. 0 8 (1H, br) 

[0169] mtwH 

2- (5-7^y^-2-^>^77^) -3- (4 

- [ [ (3S) -3-t'a'J^Jl/] 7*^ 

mi* 

1 H - NMR (DMSO-d 6 ) S: 1. 0 8 (3 H, 
t , J = 7 . 0 Hz ) , 1. 80 2. 30 (2H, b 
r > ■ 2. 70-3. 70 (6 H, m) , 4. 08 (2 
H, q 4 J =7. 0Hz) , 4. 35 (1 H. t, J = 
7. 9Hz), 5, 08 (1H, br), 6, 84 (2 
H, d, J=8. 3Hz), 6. 96 (1H, s ) , 
7. 1 7 (2H, d, J = 8, 3Hz) ,7.79(2 
H, s ) , 8. 1 2 ( 1 H, s ) , 9 . 3 3 (2 H, b 
r) , 9. 5 1 (2H, b r ) , 9. 80 (2H, b 
r ) 

[0170] mtmib 

3- (5-T^isS-2 -^>777^b) -3- [4 

- [ ( (3S) 7*^- 
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X H-NMR (DMSO-dJ S : 1. 17 (3H, 
t, J = 7Hz), 2. 0-2. 2 (2H, m) , 3. 
0-3. 8 (6H, m), 4. 07 (2H, q) , 4. 
5-4. 7 (1H, m), 5. 13 (1H, m), 6. 
94(lH,s),6.94(2H,d i J=9H 
z ) , 7. 32 (2 H, d, J=9Hz), 7. 73 
(2H, s ) , 8. 13 (1H, s ) . 9. 2 1(2 
H, b r ) , 9. 4 0 (2H, b r ) , 9. 4-10. 
0 (2H, b r ) 

io [0171] mmne 

3- (6-r5y^-2-^>777-;W 2 [4 

[ ( os) **^] 

1 H-NMR(DMSO-d 6 ) 5 : 1. 10 (3H, 
t, J = 7. 0 Hz ) , 1.9 0 -2. 4 0 (2 H, 
m) , 3. 00-3. 70 (6 H, m) , 5. 00- 

5. 2 8 ( 1 H, b r ) , 6. 7 1 ( 1 H, s ) , 6. 
93 (2H, d, J = 8. 3Hz), 7. 31 (2H, 

20 d, J = 8. 3Hz), 7. 72 (2H, s ) , 8. 2 
0 (1H, s ) , 9. 23 (2 H, br), 9. 44 
(2 H. br), 9. 40-10. 20 ( 2 H, br) 

[0172] mmmi 

3- (5-75^^-3-^>y77^) 2 [4 
[ ( (3S) -3-tO'jy^) 7*^ 
7'ub^>l ifji/iXf^ n;KB£tt 

UK* 

1 H-NMR(DMSO-d 6 ) 5 : 1. 06 (3H, 
t ) . 2. 10 (2H, br), 3. 0-3. 7 (7 
30 H) , 4. 0 5 (2 H, q ) , 5. 09 ( 1 H, b 
r), 6. 95 (2H, d), 7. 28 (2 H, d), 
7. 77 (3H), 8. 21 (1H, s), 9. 2 - 
9. 8 ( 6 H) 

[0173] mmms 

2- [2- (5-75^7-2-^777^) 
W - 5- [ ( (3S) -3-b'ny^) 

Hi* 

1 H-NMR(DMSO-d 6 ) 8 : 1. 29 (3H, 
40 t, J = 7 , 0Hz),2. 00-2. 35 (2 H, 
m) , 2. 90-3. 60 (8 H s m), 4. 18 (2 
H, q, J = 7. 0Hz), 5. 20 (1H, br), 

6. 75 ( 1 H, s ) . 7. 20 (1H, dd, J = 
7.9 and 2. 8Hz) , 7. 39 ( 1 H, d, 
J = 7. 9Hz), 7. 41 (1H, d, J = 2 . 8H 
z ) , 7. 7 4 (2 H, s ) , 8 . 0 9 ( 1 H, s ) . 
9. 2 3 (2H, b r ) , 9. 4 0 (2H, br), 

9. 50-10. 20 (2 H, br) 

[0174] mmms 

50 [2- [2- (5-75y^-2-^>777^) X 
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-5- [ ( (3S) tf* 

@f* 

a H-NMR (DMSO- d 6 ) 8 : 1 . 18 (3 H, 
t s J = 7. OHz), 2. 0-2. 30 (2H, 
m), 3. 02 (4H, s ) , 3. 00-4. 00 (6 
H, m) . 4. 90 (2H ( q, J = 7. OHz), 
5. 12 ( 1 H, br), 6, 80-7, 00 (3H, 
m) , 7. 24 ( 1 H, d, J = 8. 6 4 H z ) , 7. 
76 (2H, s), 8, 12(1 H, s ) , 9. 29 
(2 H, br), 9. 45 (2H, br), 9. 40 
10. 1 0 (2H S b r ) 

[0175] mmm 1 o 

5-75^-2 - [2 - [4 - [ ( (3S) -3-t° 

p f j^;i/) tf*^] ? - 3 --<>V 

1 H - NMR (DMSO-d ( ) 5: 1. 3 6 (3 H, 
t), 2. 08 (2H, m) , 4. 30 (2H) , 5. 
00 (1 H, br), 6. 90 (2H, d) , 7. 10 
(2H, d ) , 7. 83 (2H) , 8. 34 ( 1 H, 
s) , 9. 27 (2H S br), 9. 51 (4H, b 
r ) 

[0176] mmm 1 1 

3- (5-7^y^W [b] 2 -Y;l/) 

2- [4- [ ( (3 S) 

1 H-NMR(DMSO-d 6 )5:l. 1 9 (3 H, 
t, J = 7 . OHz), 2. 00-2. 40 (2 H, 
m) , 3. 0 0 - 4. 2 0 (9H, m) , 5. 0 8(1 
H, br), 6. 92 (2 H s d, J = 8. 75H 
z ) , 7 . 2 7 ( 1 H, s ) , 7 , 3 1 ( 2 H, d, J 
= 8. 75Hz), 7. 6 8 ( 1 H, dd, J = 8. 3 

and 1 . 5Hz), 8. 10 (lH t d, J = 
8. 3Hz ) , 8. 2 7 ( 1 H, d, J = 1 . 5H 
z ) , 9. 19 (2 H, br), 9. 42 (2H, b 
r > , 9. 10-10. 00 ( 2 H, br) 

[0177] mmm 1 2 

3- (6-7^y^>!/ [b] ?x>-2 - 
2- [4- [ ( (3S) tf*^] 

1 H - NMR (DMSO-d 6 ) 8 : 1. 05 (3 H, 
t ) , 2. 1 0 (2H, m) , 3. 3 0 (7H, m) , 
4. 0 ( 2 H, q) , 5. 0 5 ( 1 H, b r ) , 6. 9 
0 (2H, d), 7. 22 (3H, m), 7. 6 0- 
7. 9 0 ( 2 H, m), 8. 38 ( 1 H, s ) , 9. 1 
0 (2 H. b r ) , 9 . 3 5 ( 2 H, br), 9. 40 
(2 H, b r ) 
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[0178] mmm 1 3 

3- (6 -T 1 -x^;l/-2 --f> FUJI/) 

2- [4- [ (4-t°^y^-Jl/> 

EH* 

1 H-NMR(DMSO-d & ) 5 : 1. 05 (3H, 
t ) , L 28 (3H) , 1 . 8 3 ( 2 H. b r ) , 

2, 08 (2H, br), 2. 90-3, 20 (5H, 
br), 3. 90-4. 40 (3 H, m), 4. 62 

10 (1H, br), 6. 34 (1H, s), 6. 97 (2 
H, d), 7. 34 (2H) S 7. 47 ( 1 H, d), 
7, 58 (1H, d), 8. 13 (1H, s), 8. 9 
0-9. 4 0 (6H, b r ) 

[0179] mmm 1 4 

3- (6-r^y^-l -x^;l/-2 FUJIO 

2- [4- [ ( (3R) -3-t"ny^;W 

1 H-NMR(DMSO-d & ) 8 : 1. 08 (3H, 
20 t, J = 7. OHz), 1 + 31 (3H, t, 3=7. 
OHz), 2. 10-2. 30 (2H, br), 3. 1 
7 (1H, dd), 3. 20-3. 40 (2H, m), 

3. 90-4. 40 (5H, m) , 5. 14 (1H, b 
r) , 6. 37 (1H, s) , 6. 9 7 (2H S d, J 
= 8. 8Hz) s 7. 38 (2H S d, J = 8. 8H 

z ) , 7. 49 ( 1 H. d, J = 8. 3 H z ) , 7. 6 

2 (1H, d, J = 8. 3Hz) , 8. 14(1 H, 

s) , 8. 99 (2H, br), 9. 32 (2H, b 

r) , 9. 5 0 -9, 7 0 (2H, b r) 

30 [0180] mmm 1 5 

3- (6 -T 5 tss- 1 FUJI/) - 
2 - [4 - [ ( (3S) - 3- t a ny^;W 4r*Zs~\ 

@f* 

1 H — NMR (DMSO-dJ 5 : 1. 05 (3 H, 
t ) , 1 . 95-2. 30 (2 H, m) , 3. 76 (3 
H, s ) , 4. 02 (2H, q) , 4. 0 0- 4. 30 

( 1 H, m) , 5. 0 0 - 5. 2 0 ( 1 H, m) , 6. 
40 3 8 ( 1 H, s) , 7, 00 (2H, d) , 7. 40 

(2H, d) , 7. 50-7. 70 (2H, m) , 8. 
25 (1H, s), 9. 30-10, 10 (6H) 

[0181] mmm 1 6 

3- (6-7^>^-2-t7^;l/) -2- [4 - 
[ ( (3 S) -3-b # aU^-Jl/) tf^] 7*^)l>] 

HI* 

1 H-NMR(DMSO-d 6 ) 8 : 1. 06 (3H, 
t, J = 7. OHz), 2. 00-2. 20 (2 H, 
50 m), 3. 00-4. 00 (7 H s m) . 3. 99 (2 
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H, q, J = 7. OHz), 5, 11 ( 1 H, m) , 
6. 92 (2H, d, J = 9. 0 Hz ) , 7 . 31 (2 
H, d, J=9. OHz), 7, 55 (1H, d, J = 

8. 0 H z ) . 7. 80-8. 10 (4H, m) , 8. 
5 1 ( 1 H, s ) , 9. 40 (2 H, br), 9. 58 

(2H, br), 9. 50-10. 0 0 (2H, br) 

[0182] mmi 1 7 

3- (7 -T*V>s- 2 -i~y?)l) -2- [4- 
[ ( (3 s) - 3- t'ny^) 7*~)l] 

Elf* 

1 H - NMR (DMSO-d 6 ) 8 : 1. 01 (3H S 
t, J = 7. OHz) s 2. 00-2. 20 (2 H, 
m) , 3. 10-3. 80 (7H, m) , 3. 98 (2 
H, q, J = 7. OHz), 5. 10 ( 1 H, m) , 
6. 93 (2H, d, J = 9 , OHz), 7. 32 (2 
H, d, J = 9 . OHz.) , 7. 50-8. 10 (5 
H, m) , 8. 44 (1H, m) , 9. 41 (2 H, b 
r), 9. 59 (2H, br), 9. 30-10. 00 
(2H, b r ) 

[0183] mmm 1 s 

3- {1 -T^iyy-2-^y^)V) -2- [4- 

[ ( (3R) 7*^)11 

a H-NMR (DMSO— d 6 ) 5:0. 97 (3H, 
t, J = 7Hz) , 1. 5-2. 0 (4H, m) , 3. 
0-4. 1 (m) , 4. 6-4. 8 (1H, br), 

6. 96 ( 2 H, d, J = 9 , OHz), 7. 33 (2 
H, d, J = 9. OHz), 7. 5-8. 4 (6 H) , 

9. 3 0 (2H, b r ) , 9, 5 6 (2H, b r ) , 
9. 5-9. 8 (2H, br) 

[o 18 4] mtmi 1 9 

3- (7 -75y/- 2 -j~y?)]/) -2- [4- 

1 H NMR (DMSO-d & ) 5: 1. 01 (3H S 
t, J = 7. 1 Hz ) , 1 . 45-1. 55 (2 H, 
m) , 1. 85-1. 95 (2H, m), 2. 80- 
2. 95 (2H, m) , 3. 15-3. 50 (5H, 
m) , 3. 8 1 (2H, d) , 3. 9 5 -4. 0 5 (2 
H, m), 4. 0 5- 4. 15 ( 1 H, m) , 6. 87 
(2H, d, J=8. 3Hz), 7. 27 (2H, d, 
J = 8. 3Hz), 7. 58-7. 63 ( 1 H, m) , 

7. 7 5 - 7. 8 0 ( 1 H, m) , 7. 84 ( 1 H, 
s), 7. 9 5 (1H, d, J = 8. 8Hz), 8. 0 
7 (1H, d, J = 8 . 8Hz), 8. 40 ( 1 H, 
s) , 9. 2 9 (2 H) , 9, 5 3 (2H) 

[0185] mtmi2 o 
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3- (7 -TZi>S-2-^7?)l) -2- [4- 
[ (4-^yy-;i') y h^5>] ^nb't 

3- (7 -TSisS- 2-1-7 -2- [4- 

[ (4- fc'-^yS^JlO ^ h^>-] 7i^.Jl/] 7'nt°t 

o m i tc jgjg l , 6 2 mimurmmm i> it. saatt 

(x^u>-^t:^^-<>^>m^f* : HP -2 
10 0) fCTffiS?L/c 0 £*tt:7*^3>*S|^T»l8 
0, *i©EtOH4)Ill fif[Hl/cl^5Kt5C 

mp 285-287 °C(decomp. ) 

fcffttC|g«LfcfeO©NMR5arj^L / fc« 1 ) 

1 H - NMR (DMSO-dJ 5: 1. 45-1. 60 

(2H, m) , 1 . 85-1. 9 5 (2H, m) , 1 . 
9 5 - 2. 05 ( 1 H, br), 2. 8-2. 9 (2 
H, m), 3. 1-3. 2 ( 1 H, m), 3. 2-3. 
20 3 (2H, m) , 3. 4-3. 5 ( 1 H. m) , 3. 8 
0 (2H, d, J = 6. 4 Hz ) , 3. 9-4. 0 (1 
H. m) , 6. 87 (2H, d, J = 8. 8Hz), 
7. 27 (2H, d, J = 8. 8Hz), 7. 60 (1 
H, d, J = 8. 8Hz), 7. 75-7. 80 (1 
H, m), 7. 83 (1H, s), 7. 94 (1H, 
d, J = 8. 8Hz), 8. 07 (1H, d, J = 8. 
3Hz) , 8. 40 (1H, s) , 8. 8-8. 9 (1 
H, br), 9. 3 3 (2H) , 9. 54 (2H) 

[0186] HJSW2 1 
30 3 - (5 -75i>^-2-<>V77^) -2- [4 

- [ ( (3S) -3-fay^-Jl/) 7*.- 

3- (5-7?^y-2-^>V77^) -2- [4 
- [ ( (3S) -b c ay^;l/) tf+S"] y 

5S6M8 0 m 1 tcmBL, 3 0«lSWL/c o ft 
t>HP-20) »i«^7A^P7h^77^ 

40 -Tffl»L/c Q 5-i oxr-feh-f y^t?»UL, m 
mm it mm>m tern 1 . 2 5 s ^f#/c D 

1 H-NMR(DMSO-d & ) 5:2. 00-2. 30 
(2H, m) , 3. 0-3. 80 (6H, m) , 4. 1 
0 (1H, t, J = 7. 2 Hz) s 5. 10 ( 1 H, b 
r ) , 6. 74 (1H, s ) , 6. 94 (2 H, d, J 
= 8. 3Hz), 7. 40 (2H, d, J = 8. 3H 
z ) , 7. 7 4 (2 H, s), 8, 09 (1H, s ) , 
9. 2 2 (2H, b r ) , 9. 4 0 (2H, b r ) , 
50 9. 10-10. 00 (2 H, br) 
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mtmi2 i ±mm<D-ftmtm\ mm\2 2-3 3©ft 
[oi87] mtmi2 2 

3- (5-75^^-2-^>V77^) -2- [4 
- [ ( (2S, 4S) -2 -lsj*J-)Vi3)\s^j )];- A 

@{* 

1 H-NMR (DMSO— d 6 ) 8 : I. 80-3. 00 
(2 H, m) , 2. 8 9 ( 3 H, s ) , 2, 95 (3 10 
H s s ) , 3. 00-3. 70 (4H, m) , 4. 09 
(1H, t, J=7, 9Hz), 4, 70 (1H, b 
r ) , 5. 12 ( 1 H, b r ) , 6. 7 1 (1H, 
s) , 6. 86 (2H, d, J = 8. 3Hz), 7. 3 
0 (2H, d, J = 8 . 3Hz), 7. 73 (2 H, 
s ) , 8. 10 ( 1 H, s ) , 8, 76 ( 1 H, b 
r ) , 9. 30 (2H, b r ) , 9. 46 ( 2 H, b 
r ) , 10. 8 0 (1H, br) 

[0188] mmm2 3 

2- (5-T?y/-2-^>^77^) -3- [4 20 

- [ ( (3S) -3-eoyy-jV) y*^ 

m# 

1 H NMR (DMSO - d 6 ) 8 : 1. 90-2. 30 
(2H, m) , 2. 90-3, 70 (6H, m), 4. 
26 ( 1 H, t , J = 7. 9Hz), 5. 06 (1H, 
b r ) , 6. 83 (2H, d 3 J =8. 3Hz), 6. 
93 ( 1 H, s ) , 7. 17 ( 2 H, d, J=8. 3H 
z ) , 7. 7 8 (2 H, s ) , 8. 14 (1H, s) , 
9. 30 (2H, br), 9. 47 (2H, br), 30 
9. 8 0 (2H, b r ) 

[0189] mm\n2 a 

3- (5-T^^/-2-^>!/77^) -3- [4 

- [ ( (3S) -3 - en yy^;i/) 

7°t3b 5 t>l ^fe^ 

Elf* 

1 H-NMR (DMSO— d 6 ) 5" : 2. 0-2. 2(2 
H, m) , 3. 0 -4. 0 (6 H, m) , 4. 6 ( 1 
H, m) , 5. 10 (1H, m) , 6. 92 (1H, 
s), 6, 92 (2H, d, J = 9, 0Hz), 7, 3 40 
2 (2H, d, J = 9 . 0Hz) , 7. 73 (2 H, 
s) , 8. 1 6 ( 1 H, s ) , 9. 3 0 (2H 5 b 
r) , 9. 46 (2 H, br), 9. 6-10. 0 (2 
H, br) 

[0190] mtW\2 5 

3- (6-75^/-2-^>V'77^b) -2- [4 

- [ ( (3S) -3 - t:U yy^;l/) 7*^ 

Elf* 

1 H-NMR(DMSO-d 6 ) 8 : 1. 9 0 - 2. 30 50 
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(2H, m) , 2, 60-3. 90 (6H, m) , 4. 
08 (1H, t, J = 7. 0Hz), 4, 96-5. 2 

0 (1H, br), 6, 71 (1H, s ) , 6. 9 2 
(2H, d, J=8. 7Hz), 7. 32 (2H, d, 

J = 8. 7Hz), 7. 72 (2H, s ) . 8. 09 
(1H, s ) , 9. 23 (2H, br), 9. 43 (2 

H. br), 9. 10-10. 20 ( 2 H. br) 
[0191] mMM2 6 

2- [2- (5-7^^/-2-<>777^W 

W - 5- [ ( (3S) 
Hi* 

1 H-NMR(DMSO-d 6 ) 5 : 1. 90-2. 30 
(2H, m) , 2, 90-3. 70 (8H, m) , 4, 

96 (1H, br), 6. 75 (1H, s), 7. 08 
(1H, dd, J = 7. 9 and 2,8Hz), 

7. 28 (1H, d, J = 7. 9Hz), 7. 41 (1 
H, d, J=2. 8Hz), 7. 75 (2H, s), 

8. 09 (1H, s ) . 9. 25 (2H, br), 9. 
42 (2H, br), 9. 50-10. 00 (2 H, b 
r ) 

[0192] SSWJ2 7 

[2- [2- (5 -T^y^- 2 --<>y^^^;b) x 
7^] -5 - [ ( (3S) -3 -b'PU * + 

Elf* 

1 H - NMR (DMSO- d.) 5 : 1 , 95-2. 30 
(2 H, m) , 3. 0 3 (4H, s), 5. 04(1 

H, br), 6. 6 8 -6. 9 0 (3H, m) , 7. 1 
4(1H, d, J = 8 . 3Hz), 7. 74 (2 H, 
s ) , 8. 10 (1H, s), 9. 38 (2H, b 
r ) . 9. 66 (2H, br), 9. 00-10. 00 

(2 H, br) 

[0193] m$U$$2 8 

3- (5-7;^^/ [b] t^x>-2- A)V) - 
2- [4 - [ ( (3S) -3-b'ny^) 

m» 

1 H-NMR(DMSO-d 6 ) 8 : 1. 90-2. 40 
(2H, m) , 3. 00-4. 10 (7H, m) , 5. 
14 (1H, br), 6. 93 (2H, d, J = 8. 2 
Hz) , 7. 28 (1H, s) , 7. 33 (2H, d, 
J = 8. 2Hz), 7. 7 0 ( 1 H, d, J=8. 8H 
z) , 8. 09 (1H, d, J=8. 8Hz), 8. 2 
6 (1H, s), 9. 24 (2H, br), 9. 47 
(2H, br), 9. 00-10. 2 0 ( 2 H, br) 

[0194] mm\2 9 

3 - (6-rsy^>V[b] 2 ->f;l/) - 

2- [4- [ ( (3S) -3-b'py^) **^] 

7*^] 7 , nbt>8 r^iffi 



Ill 

'H-NMR (DMSO— d & ) 8:2. 1 (2H, 
m) , 3. 40 (6H), 3, 9 0 ( 1 H) , 5, 10 
( 1 H, b r ) , 6. 9 6 (2H, d) , 7. 3 0 (3 
H, m) , 7. 7 0 (1H, d) , 7. 8 8 ( 1 H, 
d) , 8. 4 2 ( 1 H s s ) , 9. 18(2 H, b 
r ) , 9. 40 (2 H, b r ) , 9. 50 (2H f b 
r ) 

[0195] mtm\3 0 

3- (6 -T$i>s- 1 -j*JV-2 -4 Is F'JJlO - 
2 - [4 - [ ( (3 S) 3 tfP y^Jl/) 

Elf* 

1 H - NMR (DMSO-d 6 )S:2. 00-2, 40 
(2H, m) , 4. 00-4. 30 ( 1 H, m) , 5. 
15-5. 35 ( 1 H, m) , 6, 50 ( 1 H, s) , 

7. 1 0 (2H, d) , 7. 5 5 (2H, d) , 7. 6 
0-7. 90 ( 2H, m) . 8, 3 5 ( 1 H, s ) , 

9. 20-10. 10 (6H) 

[0196] mmmz 1 

3- (6-75y/-2-t7^;V) -2- [4- 
[ ( (3 S) -3-tfO'J^;l/) 
y°u >K ^fiifi 

1 H-NMR(DMSO-d 6 ) 5:2. 00 2. 20 
(2H 4 m) , 3. 00-3. 60 (6H, m) . 3. 
9 0 ( 1 H, m) , 5. 1 1 ( 1 H, m) . 6, 9 1 
(2H, d, J=9. 0Hz), 7. 31 (2H, d, 
J = 9. OHz ) , 7. 5 5 ( 1 H, d s J=8. OH 
z > , 7. 80-8. 10 (4H, m ) , 8. 5 2 (1 
H, s ) , 9. 4 1 (2H, b r ) , 9. 4 5 (2H, 
b r ) , 9. 50-1 0. 00 (2H, b r ) 

[o 197] mtmi 3 2 

3- (7 -75^/- 2 -j~y?)]/) -2- [4- 
[ ( (3 S) 

1 H-NMR(DMSO-d 6 ) 5:2. 00-2. 20 
(2H, m) , 3. 00-3. 70 (6H, m) , 4. 

0 1 ( 1 H, m) , 5. 1 1 ( 1 H, m) , 6, 9 2 
(2H, d, J=9. OHz), 7. 33 (2H, d, 

J = 9. OHz) , 7. 50-8. 20 (5 H 5 m) , 

8. 43 (1H, s) , 9. 00-10. 50 (6H) 

[0198] mtm\3 3 

3- (7-7v^^-2 -j~y^)l) -2- [4- 
[ ( (3R) - 3 - b^y^Jl/) v^Jb] 

1 H - NMR (DMSO-d 6 ) 8 : 1. 6-2, 0 (4 
H, m) , 3. 0-4. 1 (m) , 4. 6-4. 8 (1 
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H. br), 6. 96 (2 H, d , J=9, OHz ) . 

7. 33 (2H, d, J = 9. OHz), 7. 5-8. 
4 ( 6 H) , 9 . 15 (2H, br), 9. 5 2(2 
H. br), 9. 0-910. 0 (2 H, br) 

[0199] mtm 3 4 

(+) -3- (7-75^/-2-t7^;l/) -2- 
[4- [ ( (3S) - 3-t'O'J^) tf*^] 

(+) - 2- [4- [ ( ( 3 S ) - l- tert-7^ 

io t^W^-3-t'oyi;^t/) ^+^] "7^^ 
-3- (7 -isrs- 2 -^^lO ^ot:*>i 
^WxXrib 123, lg^^noy^48 
Om lMx^/-;H 2 8 6m 10S^»Cg)gL 

ft. c©««tawT- 1 o°c^^sijl, s^mr** 

ALffrffl$i±fc 0 C<DSteSS-8--5°Cr2 6 Hflffl 
ML/c D JSJEjR* 1 0°C«T<D®S^J£^ffiL 1 5 

4 g ©ifttt**»ft:. »6tlfctttt»*i 3? y-frl 4 
8 0ml &C*gJ!BU ?££ULTftS£- 1 0 °c&rFteU% 
W67>^^7^4Ig^2 1% (w/w) JSJLbi 

20 &S^tiAL/c B -8°C— 5°Ctl0 7WtL 
fc», SJ^«^ 1 0°C«Tt:«J±TS*U, f#e>ti/c£g 
B»&*2 0 0m 1 fcgflSU t©igiS*#*BttCj:Q 
P H3-5 t UT7KiT^ h y^oa^ftSSttfflSSSE 

: ^Vf-^t>HP-20) co 
7 g£tefigf*£UTf#/c 0 

1 H-NMR(DMSO-d & ) 5": 1. 0 1 (3H, 
30 t, J = 7. 2Hz), 2. 00-2. 30 (2 H, 
m) , 3. 1-3. 6 (6 H, m), 3, 90-4. 0 

5 (2H, m), 4. 05-4. 15 (1H, m), 
5. 10 (1H, br) , 6, 9 3 ( 2 H, d, J = 

8. 8Hz), 7. 3 2 (2H) , 7. 6 0 ( 1 H, 
d. J = 8. 3Hz), 7. 78 ( 1 H ( d. J = 8. 
3Hz), 7. 85 (1H, s ) , 7. 96 (1H, 
d, J = 8. 3Hz), 8. 08 (1H, d, J = 8. 
3Hz), 8. 41 (1H, s ) ■ 9. 20 9. 30 

(2H, br), 9. 4 0 -9. 7 0 (4H, b r) 
40 Sat«3 4ira«©^rt*KJ:ij, 5-3 9©fb 

[0200] mwms 5 

(-) -3- (7-7V^^-2-t7?JW -2- 
[4 - [ ( (3S) - 3- t'ny^) **ris] V * 

Hf* 

1 H-NMR(DMSO-d & ) 8 : 1. 02 (3H, 
t, J = 7. 2Hz), 2. 00-2. 30 (2 H, 
m) , 3, 1-3, 6 (6 H, m), 3, 90-4, 0 
50 5 (2H, m) , 4. 05-4. 15 (1H, m), 
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5. 1 0 ( 1 H, b r ) , 6, 9 4 ( 2 H, d, J = 

8. 8Hz), 7. 3 2 (2H), 7 . 60 ( 1 H, 
d, J = 8 . 3Hz), 7, 78 (1H, d, J = 8 . 
3Hz), 7. 86 (1H, s ) , 7. 96 ( 1 H, 
d, J = 8. 3Hz), 8. 08 (1H, d, J = 8. 
3Hz), 8. 42 ( 1 H , s ) , 9. 20-9. 30 

(2H, br), 9. 40-9. 70 (4H, br) 

[0201] mmrns e 

(+) - 3 - (5-T5^^<>Vlb] ^x> - 2 - 
4)\>) - 2-[4-[((2S) 

@{* 

'H-NMR (DMSO-d 6 ) 5" : 1 . 10 (3H, 
t, J = 7 . 3Hz) s 1 . 73 (1H, dq, J = 1 
2.3 and 8. 3Hz) , 1. 84-2, 05 

(2H, m), 2. 06-2. 16 ( 1 H, m), 3. 
12-3. 27 (2 H, br), 3. 39 (1H, d 
d, J = 1 5. 0 and 7. 8Hz), 3. 6 4 

(1H, dd, J=15. 0 and 7. 8Hz) s 
3. 80-3. 93 (1H, br), 4. 00-4. 2 
4(5H, m), 6. 93 (2H, d, J = 8, 3H 
z) , 7. 3 0 ( 1 H, s ) , 7. 3 1 (2H, d) , 
7. 67 (1H, d, J = 8. 3Hz), 8. 11 (1 
H, d, J = 8. 3 Hz ) , 8. 2 3 (1H, s ) , 

9. 12-9. 3 0 (3H) , 9. 25 (2H, s) , 
9. 43(2H, s), 9. 74-9. 94(1 H, b 
r ) 

[0 2 0 2] mW\\?> 7 

(-) - 3- ( 5 -T ?y^>^ [ b ] =^x>-2- 
4)V) - 2-[4-[((2S) -2 - fa y^-jio 

EH* 

1 H - NMR (DMSO-d 6 ) 8 : I. 09 (3H, 
t, J = 7. 3Hz), 1 . 72 (1H, da, J = 1 

2. 1 and 8. 3Hz), 1. 8 4-2. 03 
(2H, m), 2. 06-2, 16 ( 1 H, m), 3. 
12-3. 27 (2H S br), 3. 39 (1H, d 
d, J = 1 5, 0 and 7, 8Hz ) , 3, 6 4 

( 1 H, dd, J=15. 0 and 7. 8Hz), 

3. 80-3, 9 3 ( 1 H, br), 4. 00-4. 2 
4 (5H, m), 6. 93 (2H, d, J = 8. 8H 
z, 2 x A r H ) , 7. 30 (1H, s ) , 7, 31 

(2H, d, J = 8 . 8Hz), 7. 67 (1H, d 
d , J = 8 . 3 and 1, 5Hz),8, 11(1 
H, d, J = 8. 3 Hz ) , 8. 23 ( 1 H, d, J = 
1 . 5 H z ) , 9. 10-9. 2 5 ( 1 H. b r ) , 
9. 2 1 (2H, s) , 9. 43 (2H, s) , 9. 7 
4-9. 84 (1H, br) 
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[0203] m%m3 8 

( + ) -3- (7 -T Siss- 2 -*TV^)V) -2- 

[4- [ Ji/) tf^] y°vi 

1 H-NMR(DMSO-d & ) 5 : 1. 0 1 (3H, 
t, J = 7. 1Hz), 1. 75-1. 85 (2 H, 
m), 2, 05-2. 15 (2H, m), 3. 0-3. 
1 (2H, m) , 3. 1-3. 2 (3H, m ) , 3 . 9 

10 -4. 0 (2H, m) , 4, 0-4. 1 ( 1 H, b 
r ) , 4. 1-4. 2 (1H, m) , 4. 6 1 ( 1 H, 
b r) , 6, 95 (2H, d, J =8, 8Hz) , 7, 
29 (2H, d s J = 8. 8Hz), 7. 61 (1H, 
d, J = 8, 3 Hz ) , 7, 78 (1H, d, J = 8, 
3Hz), 7. 84 (1H, s ) , 7. 95 (1H, 
d, J = 8, 3Hz), 8, 07 (1H, d, J=8. 
8Hz), 8. 38 (1H, s) , 8. 9-9. 1 (2 
H, br), 9. 20 (2H, br), 9, 49 (2 
H, b r ) 

20 [0 2 0 4] i»M 3 9 

(-) -3- (7-75i>/-2-t7?;V) -2- 
[4- [ (4-fc'^yy~;l0 :7*~;t/] :/p 

EH* 

! H NMR (DMSO-d s ) 5:1. 01 (3H, 
t, J = 7. 1Hz) , 1. 75-1. 80 (2 H, 
m) , 2, 05-2, 1 5 (2H, m) , 3, 0-3, 
1 (2H,m), 3. 1-3. 3 (3H, m) , 3. 5 
0-3, 60 (1H, m) , 3. 65-3, 75 (2 
30 H, m) , 3. 9-4. 0 (2H, m) , 4. 0-4. 
1 ( 1 H, b r ) , 4. 1 -4. 2 ( 1 H, m) , 4. 
61 (1H, br), 6. 95 (2H, d, J = 8. 3 
Hz), 7. 29 (2H, d, J = 8 ♦ 3Hz), 7. 
61 ( 1 H, d, J = 8. 8Hz), 7. 7 8 ( 1 H, 
d, J = 8. 3Hz), 7. 8 4(1 H, s ) , 7. 9 
5 ( 1 H, d. J = 8. 3Hz ) , 8, 0 7 ( 1 H, 
d, J = 8. 8 Hz ) , 8. 39 (1H, s ) ■ 8. 9 
-9. 1 (1H, br), 9. 23 (2H, br), 
9. 5 0 (2H, b r ) 

40 [0205] mmn4 0 

(+) -2 - [4- [ ( (3S) -1-T^h^5 
;V-3-t ( py^) 7*^)1] -3- (7 

( + ) -3- (7 -^7^)1) -2- 
[4 - [ ( (3S) - 3- tn'i^) 
^] 7'at:^>i x^;l/x^7^;b nt^t^ 1 0 
5. 3g^x^-iH 0 0 0mnci§SLt SUfi 

so 5g^jp^/c 0 m^x)mmnr, c<Dmm^U3^ 
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tc a \^u5°mr^m^rj:^h2mrs^mnbtc D mm 

; ^>ft^*>HP-20) CD^^A^PV h ^ 

m^xmstm bxmmit^m no. u ^^si* 

<£LTf#fc 0 10 
1 H NMR (DMSO - d 6 ) 5: 1. 02 (3 H, 
m) , 2. 1 0-2. 35 (2H, m) , 2. 26 
( 1 . 5 H, s ) , 2. 3 1 ( 1 . 5 H, s ) , 3. 1 
9 (1H, m) , 3. 40-3. 85 (5 H, m) , 
3. 90-4. 05 ( 2 H , m ) , 4. 05-4. 15 
(1H, m), 5. 1 3 (0, 5H, b r ) , 5. 2 0 
(0. 5 H . b r ) , 6. 90-6. 9 7 (2H, 
m) , 7. 3 2 (2 H, m) , 7. 61 ( 1 H, d, J 
= 8 . 3Hz), 7. 80 (1H, d d, J = 8. 3 
and 1 . 5Hz), 7 . 85 (1H, s ) . 7 . 9 20 
6 (1H, d, J = 8 . 3Hz), 8. 08 ( 1 H, 
d, J = 8 . 3 Hz ) , 8. 43 ( 1 H, s ) , 8. 5 
2(0. 5H, br), 8. 6 1 (0. 5H, br), 
9. 28 9. 40 (3H, br), 9. 50-9. 6 
0 (2H, b r ) 

mmmA o Lmk®ismtc&*y , mm* 1 - 4 soft 

[0 2 0 6] IW4 1 

(-) - 2- [4 - [ ( (3S) - l-7-bF-f5F>f 
;l/-3-b'py^) j-^^l 7*^)1] - 3- (7 30 
-7 ^ Vs- 2 --f-y^-JV) 7 5 nt°t>l x^mx 

@f* 

1 H - NMR (DMSO-dJ 8 : 1. 02 (3H, 
m) , 2. 1 0-2. 3 5 (2 H, m) , 2. 2 6 
(1. 5H, s ) , 2. 30(1. 5H, s ) , 3. 1 
9 (1H, m) , 3. 40-3. 85 (5 H, m) , 
3. 9 0 -4. 0 5 (2H, m) , 4. 05-4. 15 
( 1 H, m) , 5. 1 3 (0. 5H, b r ) , 5. 2 0 
(0. 5H, br), 6. 90-6. 9 7 ( 2 H , 40 
m) , 7. 32 (2H, m) , 7. 61 (1H, d, J 
= 8. 3Hz), 7. 80 (1H, dd, J=8. 3 
and 1. 5Hz), 7. 84(1 H, s), 7. 9 
6 ( 1 H, d, J = 8 . 3 Hz ) , 8 . 0 8 ( 1 H, 
d, J = 8 . 3 Hz ) , 8. 42 (1H, s), 8. 5 
2 (0. 5H, br), 8. 6 1 (0. 5H, br), 
9. 28-9. 40 (3H, br), 9. 50-9. 6 
0 (2H, b r ) 

[0207] m$m\4 2 

(+) - 2- [4 - [ ( (2S) -1 -T-feb-fS F-f 50 



- 2 0 8 9 4 6 
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;V-3-tpy^) j* h^i/l - 3 - 

[b] 2 -4)\>) ^nb't 

@f* 

1 H — NMR (DMSO-d 6 ) 5: L 09 (3 H, 
t, J = 7. 3Hz), 1. 95-2. 60 (4H, 
m) , 2. 2 6 ( 1 H, s ) , 2 . 4 7 ( 2 H, s ) , 
3. 3 0 - 3. 7 0 (4H, m) , 3. 90-4. 10 
(5H, m), 4. 40-4. 60 ( 1 H, m), 6. 
85-6. 95 (2H, m), 7. 28-7. 33 (3 
H, m) , 7. 67 (1H, d, J = 8. 3Hz), 
8. 11 (1H, d, J = 8. 3Hz), 8. 23(1 
H, s), 8. 5 4 (2/3 H, s) , 8. 69(1/ 
3H, s) , 9. 23 (2H, s) , 9, 35-9. 5 
0 (3H, m) 

[0208] mmu 3 

(-) - 2- [4- [ ( (2 S) - l-Tth^F-f 

3 - t:°P y iy^JV) J h^rU] 7 -3- 
(5-75y^>l/ [b] ^x>-2-^;b) 

1 H-NMR(DMSO-d 6 ) 5" : 1. 09 (3 H. 
t, J = 7 , 3Hz), 1. 95-2. 60 (4H, 
m) . 2. 26 ( 1 H. s), 2. 47 (2H, s), 

3. 3 0 -3. 7 0 (4H, m) , 3. 90-4. 10 
(5H, m), 4. 40-4. 6 0 ( 1 H, m), 6. 

85-6. 95(2H,m), 7. 28-7. 33(3 
H, m) , 7. 67 (1H, d, J = 8. 3Hz), 
8. 10 (1H, d, J = 8. 3Hz), 8. 23 (1 
H, s), 8. 5 1 (2/3H, s), 8. 66 (1/ 
3H, s), 9. 16 (2H, s), 9, 30-9. 4 

8 (3H, m) 

[0 2 0 9 ] mtfcfiH 4 

(+) - 2 - [4- [ ( 1 -7*z h-Y 5 F-Ob-4-t: 
-<U>^;W 7x.^)V] -3- (7-75^y 

-3-t7f^) 7°oW>l x^jbxxr^ r.l» 

1 H-NMR(DMSO-d 6 ) 8 : 1. 0 1 (3H, 
t, J = 6, 9 Hz ) , 1. 65-1. 80 (2 H, 
m) , 2. 0-2. 1 (2H, m), 2. 30 (3H, 
s) , 3. 1-3. 2 (1H, m) , 3, 2-3. 8 
(5H, m) , 3. 9-4. 0 (2H, m), 4. 0- 

4. 1 ( 1 H, br), 4. 6 7 ( 1 H, b r ) , 6. 

9 5 ( 2 H, d, J = 8. 8H z ) , 7. 3 0 ( 2 H, 
d, J = 8. 8Hz), 7. 61 ( 1 H, d, J = 8. 
3Hz) , 7. 78-7. 8 4 ( 1 H , m), 7. 84 

(1H, s ) , 7. 95 (1H, d, J = 8. 3H 
z) , 8. 08 (1H, d, J =8. 3Hz) , 8. 4 
0 (1H, s), 8. 80-9. 55 (6 H) 
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[0210] mmvH 5 

(-) - 2- [4 - [ (1 - T-fe h-f 3 
^y^;b) ^ + :7*-Jl,] -3- (7-7v^y 



( c = 0 . 5 8 5, H 2 0) 



[a] D 24 = - 6 7. 6 9 

[0211] mtmu 6 

(+)-2-[4-[((3S)-l -r-feh^ 

-3- (7 

l^*-5T:«Tfc«%a#S ( + ) -2- [4- 

[ ( (3 s) - l-n^^F^^-3-b a Dy^ 

;W -3- 

0 . lg 3 3 0 0ml CCSJBOfcc, SJ^«£ 5 

°CT> 2 3 2 ^FlfflfiSca V &. JSJSM J: ^Wi 7jc£«±T 

HPLC 2/^A 



(60) - 2 0 8 9 4 6 
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HP - 2 0 ) <D#-5 A^UV h 3^:7 a -KZTfflSU 

«Hf 10 3. 6g *«SWfeHtt£ t^»fc 0 

X H — NMR (DMSO— d & ) 8:2. 10-2. 4 
(2 H, m) , 2. 2 8 ( 1 . 5 H, s ) . 2. 3 1 
( 1 . 5 H, s ) . 3. 10-3. 30 ( 1 H, m) . 



10 



4 0-4. 10 (6H, 
b r ) , 5 . 2 0 (0, 
0 0 (2H S m) 
6 0 ( 1 H 
J = 8 
(1 H 
J = 8 
(0, 



3. 
H, 
7. 

m) , 7 . 
0 (1H, 
s) . 7. 
6 (1H, 
s) , 8, 
H, b r ) 



d, 
9 4 
d, 

5 5 
, 9, 



m) , 5 
5H, b 
, 7. 3 5 7 
, d, J = 8. 
. 3Hz), 7 
, d, J = 8, 
. 3Hz), 8 
5H, b r ) , 



, 14(0. 5 
r ) , 6. 9 0- 
, 4 0 (2 H, 
3Hz), 7. 
. 8 4 (1H, 
3Hz), 8. 
. 4 2 (1H, 
8, 6 5(0, 



30-9. 70 (5 H) 



mm 

H»J4 7 



[0212] mumiA 7 

(-) - 2- [4 - [ ( (3S) - 1 -7t b -Y 3 F 

ji/-3-fay^-ji/) v*^] -3- (7 

a H — NMR (DMSO— d 6 ) 5:2. 05-2. 4 
(2 H, m) , 2. 2 8 ( 1 . 5 H, s ) . 2. 3 1 
3. 1 0 - 3. 3 0 ( 1 H, m) , 



I^J7A (SUMICHIRAL OA -5000 

4. 6 </>x 1 5 0mm ttfb#*rfe>#-) 

2 mM Sft^i|H|7KiStS : T-fe h ~ h y Jl/ = 8 5 : 15 

(v/v) 
1 m 1 /& 
6 0°C 

4 3. 6 05> 

5 1 COfL^r 



2SS 3. 



4 0- 
b r ) 



4. 1 0 (6H 
,5.20(0 



30 



7. 0 0 
m) , 7. 
1 (1H, 
s) , 7. 
6 ( 1 H, 
s ) , 8. 
H, b r ) 



(2H, m) , 
6 0 ( 1 H, 
J = 8 . 
(1 H. 
J = 8 . 
(0. 5H 
3 0-9 



d, 
9 4 
d, 
5 5 
. 9, 



m) , 5 
5 H, b 
7. 3 5-7 
d, J = 8. 
3Hz), 7 
d, J = 8. 
3 Hz ) , 8 
b r ) , 



7 0 (5 H) 



( 1 . 5 H, s ) 



$6 



HPLC #^A 



D — 



MM 

t) 5 AM® : 6 0 °C 

immm : 3 s, 1 4^> 

[0213] mm$H 8 

(+) - 2- [4 - [ ( <2S) -1-7-feb^F^ 
)V- 2 - tTP y y^;t/) y h + i/] 7 ;H - 3 - 
(5-rsy^>7[b] 2 7nt 5 

@f* 50 



l^?7A (SUMICHIRAL OA 5000 

4. 6^>xl5 0mm ffiffc#*rfe>£-> 
2 mM SlS*i§I : T-fe h - h V Jl/= 8 5 

(v/v) 
1 m l/# 



1 5 



1 H — NMR (DMSO-dJ 8 : 1. 
(4H. m) , 2. 2 5 ( 1 H, s ) , 
H, s) , 3. 15-3. 80 (5H, 
-4. 6 0 ( 1 H, m) . 6. 8 3-6 



8 



0 



. 13(0. 5 
r ) , 6. 9 0 
. 4 0 (2 H, 
3 H z ) , 7. 
. 8 4 (1H, 
3 H z ) , 8. 
. 4 2 ( 1 H, 
8. 6 4(0. 



9 5-2. 6 0 
2. 44 (2 
m) , 4. 4 0 
. 95 (2H t 



m) , 7. 2 6 ( 1 H, s ) . 7. 3 2 (2H. d, J 
-8. 8Hz), 7. 6 1 ( 1 H, d s J - 8. 5H 



119 

z), 8. 04 (1H, d, J = 8, 5Hz), 8. 2 
1 (1H, s ) , 8. 40-10. 90 (6 H) 
[0214] 9 

(-) - 2- [4 - [ ( (2 S) - l-T'feh^ShV 
)i>- 2 - tin yy^Jb) y - 3 - 

(5-75 yy^>y [ b ] ^x>- 2 --Ob) ^nfcf 

Bf* 

1 H-NMR (DMSO— d 6 ) 5" : 1. 95-2. 60 
(4H, m) , 2. 2 5 ( 1 H, s) , 2, 44(2 

H s s ) , 3. 15-3. 75 (4H, m) , 3. 82 
(1H, t, J = 7. 5Hz), 4. 40-4, 60 
(1H, m) , 6. 83-6. 95 (2H, m) , 7. 

27 ( 1 H, s ) , 7. 31 (2 H, d, J = 8 , 8H 

z) , 7. 64 ( 1 H, d, J = 8. 8Hz), 8. 0 

6 ( 1 H, d, J = 8. 8Hz), 8. 21 ( 1 H, 
s ) , 8. 40-10. 40 (6 H) 

[0215] miWis o 

(+) - 2- [4 - [ ( 1 - Tfc F-f 5 F-f^-4- fcf 

^y*^.ji0 :7*~ji/] -3- (7-75^/ 

1 H - NMR (DMSO-d & ) 5: 1. 65-1. 80 
(2H, m) , 1. 95-2. 0 5 (2H, m) , 2. 
31 (3H, s), 3, 1-3. 2 (1H, m) , 3. 
3-3. 9 (5H, m) , 3. 9 5 -4. 0 5 ( 1H, 
m) , 4. 6 6 ( 1 H, b r ) , 6. 9 5 (2H, d, 
J = 8. 8Hz), 7. 29 ( 2 H, d 4 J=8. 3H 
z) , 7. 60 (1H, d, J = 8. 8Hz), 7. 8 
1 (1H, d, J = 8 . 8Hz), 7. 84 ( 1 H, 
s) , 7. 9 5 (1H, d, J = 8. 8Hz), 8. 0 

7 (1H, d, J = 8 . 8Hz), 8. 43 ( 1 H, 
s ) , 8. 80-9. 65 (6H) 

[0216] mmms 1 

(-) - 2- [4 - [ (1 - T-fe F-f 3 
-<y^^;b) :7*^;b] -3- (7-75^/ 

@f* 

1 H - NMR (DMSO-d 6 ) 5: 1. 65-1. 80 
(2H, m), 2. 00-2, 10 (2H, m), 2. 
30 (3H, s) , 3. 1-3. 2 (1H, m) , 3. 
3-3, 85 (5H, m) , 3. 95-4, 05(1 
H, m) , 4. 66 (1H, m) , 6. 95 (2 H, 
d, J = 8. 8Hz), 7, 30 (2H, d, J=8. 
8Hz), 7. 61 (1H, d, J = 8. 8Hz), 

7. 78 (1H, d, J = 8 , 8Hz), 7. 8 5 (1 
H, s), 7. 95 (1H, d, J = 8. 8Hz), 

8. 08 (1H, d, J = 8. 8Hz), 8. 40 (1 
H, s) , 8. 6 0 - 9, 6 5 (6H) 

[0217] mtmi5 2 



(61) - 2 0 8 9 4 6 
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(+) - 2- [4- [ ( (3 S) - 1 - T-fe F-Y 5 F-f 

;v-3-b'pyy^) tf^] ? -3- (7 

-7^^^-2-t7W) ^nt't^S ISKiS 5 

(+) - 2- [4- [ ( (3S) - 1 - T-fe h-f 5 F-f 
Jl/- 3 - fcfp y S?-JlO y^^H -3- (7 

-7^^/-2-t7^I/) 7'nt't>S n^^i^i 
0 2. 6g4*1 0 0 0ml SCgJRU WTC(?)i§i 

tcoHSifiitt>f*>Si»i (r>/^^>f f i r 
io a-4io) tiMi-r"ojnitig*<DpH*4. 8 Kins 

0, »ffi*5*0fc o 5MI«^@IM9 4. 6g 
*f#fc 0 {#6n/cSS4*l 4 2m 1 fcMbxjry^ 
)Vl 5 7 0 m 1 fcflHA. Sit 1 Ofc«, tfrffl 

7 o%coia^sffiTr^j±raM^u, ftta^yxA 

SOSja^fc^gJ 70. 3g £f#/c Q X«fl*f <t o *{t^ 
»(2S)-2-[4-[((3S)-l -T^b-Y 
20 5 YJ)l>-3-WVV>~)l<) :7*~Jl/] -3 

- (7-7^^/-2-f7f;l/) 7 6 at^>it*§ 

[a] D 24 = + 5 7, 4° (c=l. 0 0 0, H 2 0) 
(4 0°CTigfl¥, Hfi3 0»«Ifi©aaHJE) 
! H NMR (DMSO-dJ ^ : 2. 20 2. 3 5 
(2H, m) , 2. 29 (1. 5H, s ) , 2. 32 
(1. 5H, s) , 2. 8 0 - 2. 9 5 ( 1 H, m) , 

3. 3 0 -4. 0 0 (6H, m) , 5. 16 (0. 5 
H, br), 5. 22 (0. 5H, br), 6. 90- 

30 7. 0 0 ( 2H, m) , 7. 45-7. 51 (2H, 
m) , 7, 57 ( 1 H, d, J=8, 3Hz), 7, 6 
6 ( 1 H, d, J = 8. 3Hz), 7. 9 3 ( 1 H, 
d, J = 8. 3Hz), 7. 97 (lH i d, J=8. 
3Hz ) , 8. 11 ( 1 H, s ) , 8. 6 8 ( 1 H, b 
r ) , 8. 70-9. 30 (br), 11. 5 0-1 
2. 2 0 ( b r ) 

mmm (c 26 h 28 n 4 o 3 • hc i • 5H 2 o) : c s 5 

4. 6 8; H 4 6. 88; N s 9. 80;C1, 6. 2 
40 1 

5>WfB:C, 5 4. 7 7 ; H, 6. 76 ; N, 9. 6 

8 ; C 1 . 6, 4 2 
[0218] H»J5 3 

(+) -3- (6 -T WS- 2 F 'J AO -2- 
[4 - [ ( (3S) - 3-^']^) X^is] 7* 

^OP^^> 10ml 3? y-)l2 0 m 1 ODS^ft 

(+) - 2- [4- [ ( (3 S) -1-tert-^h 
50 ^W^-3-b'ny^;l/) tf*^] 



(62) 
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)l] -3- (6-^T^-2-^>F t ;^) 

K ( (2 S) - 1 - p- b;^>XW^^- 2 - t: 

>1 OmlSS^JlDi, 5 °Cr 7 2WIL/c D 4 0 

1 4% (w/v) ^WT&x^y-^jgj^ OmHC 

tcmm^ Ftsjvmit&ts&mis y * 

ir-feh^h yjvcD^^r^mugW^^^^^ 10 
Sffc^BJ9 bmg%mc 0 

1 H-NMR (DMSO— d 6 ) 8:2. 3 0 (2H, 
m) , 3. 30 ( 1 H, dd) , 3. 50-3, 60 
(5H, m) , 3. 70 ( 3 H, s ) , 4. 2 0 ( 1 
H, t ) , 5, 2 0 (1H, m) , 6 . 3 3 ( 1 H, 
s) , 6. 9 6 (2H S d) , 7. 3 3 (2H, d) , 
7. 40 ( 1 H, d) , 7 . 6 4(1 H, d) 3 7. 8 
0 ( 1 H, s), 9. 30-9. 80 (6 H, m) 

mum 5 3 t mmti-mt <t 0 , mmm 5 4 ©jt^** 20 
[0219] mmm 5 4 

(-) - 3- (6-T5^^-2->f>Fy^) -2- 
[4- [ ( (3S) -3-b'ny^) 

@{* 

1 H - NMR (DMSO-d 5 ) 5:2, 3 0 (2 H, 
m) , 3. 30 ( 1 H, dd), 3. 50-3. 60 
(5 H, m) , 3. 7 0 ( 3 H, s ) , 4. 2 0(1 
H, t ) , 5. 20 (1H, m), 6. 33 (1H, 30 
s) , 6. 9 6 (2H, d) , 7, 3 3 (2H, d) , 
7. 4 0(1 H, d ) , 7 . 64(1 H, d ) , 7. 8 
0 (1H, s) ( 9, 3 0-9, 80 (6H, m) 

[0220] mm\5 s 

(+) -3- (6-T 5^^-2-^>FU;l^) -2- 
[4- [ ( (3S) - 7* 

(+) 3 (6 -7^y^ 2 ^>Fy;b) 2 
[4- [ ( (3S) -3-Wjy^) 

7°PW>S y?;l/xxf^ 8 40 

B**«ttHB Om 1 KjBIBU 5 °CtCT 7 HliD8H$ 0 

y # ^ % « asaou as ffi^iK stttf ^ u ^ h ^ 

^^-fcffU ?K£T-fc F~ F yji/OS^aSWrSffl 
L B W»© ? ^ # a >cc«*Blft fln^r jftHRS? £ 

IR (KBr) : 3 6 0 0 -3 3 0 0, 1730, 16 
8 0 cm 1 

^JSSOfco 50 



#M?5 - 2 0 8 9 4 6 
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[0 2 2 1] I&WJ5 6 

(-) - 3- ( 6 - y ^ ^ - 2 - > f y ;i0 - 2- 

[4- [ ( (3S) -3-fn'J^) tf^S-"] 

IR(KBr) : 3 6 0 0 -3 3 0 0, 1730, 16 
8 0 cm 1 

[0222] mmmb i 

3- (5-rs^-2-^>777^;W -2- [4 
- [ ( (3 S) - l- ^^;l/-3 -fO»J^) ^ 

3- (5 -->T^- 2 --<>V^^^;b) -2- [4 
[ ( (3 S) - 1 -y*;l/-3 -b°P yy~;io 
*✓] y^^jl] 7 0 ut^>i 1 . Og 

K#ii*ia«i3-a-, 2 5°cr2 ommnmLft* mm^ 

KEB*U iS»7>^7 14%^Mtl) (w 
/v) x£^-Jl/*gy&5 0 m 1 fC?§)5¥UT 2 5°CT?2 0 

(sraascBofco mm^ikThtiticxio , 3- (5- 

7^^y-2-OV77^) -2- [4- [ ( (3 
S) - 1 3 -tf P y S^;b) tf^f] 

ji/] ^PW>fi x^ixf;!/ ifiSttSllfco 
C0xXf;l'M2raB5 0 m 1 (cSib, 30t> 

^V + ^>HP-20) CD^^A^P 
vF^^^-Y-tCf^L, *iT-fe h-f y^KDS^aWK 

rstti, ot^t # a? rv^sit^s^M^ y ^ 
^ # a > cc*ttst* jODA r wmeer s c t cc <t 0 a 

1 H — NMR (DMSO-d 6 ) 8 : 2 . 40-3. 40 
(6H, m) , 2. 92 (3H, m), 5. 10-5. 

40 ( 1 H, b r ) , 6. 82 ( 1 H. s ) . 7. 01 
(2H, d, J=8. 4Hz), 7. 43 (2H, d, 

J = 8. 4Hz), 7. 82 (2 H, s), 8. 17 
( 1 H, s ) , 9. 34 (2H, br) 3 9. 53 (2 

H, b r ) 

mmmb i tmm<D^mcm\ mmn$ 8-9 4 ©ft 
[0223] mn&ms 8 

2 - [4 - [ ( (3S) -1 -Ttt)\>- 3 -b°py 

:*^>] -3- (5-T^> > y-2- 

^>V^^^;b) 7'Ub^>| t^KS 
@f* 

1 H-NMR(DMSO-d & ) 5" : 1. 90-2. 38 
(5 H. m) , 3. 00-3. 90 (6H ( m) , 4. 
06 (1H, t, J = 7. 2Hz), 4, 8 8 ( 1 H, 
br), 6, 67 (1H, s), 6. 87 (2H, d, 



(63) 

12 3 

J = 8 , 3Hz), 7 . 2 9(2 H, d. J = 8. 3H 
z), 7, 70 (2H ( s), 8. 08 (1H ( s), 
9. 2 0 (2H, b r ) , 9, 4 1 (2H, br) 

[0224] mmms 9 

3- (5-T^^-2-OV'77^) -2- [4 
- [ ( (3 S) - 1 -V>jt*)]sft)W**:<{J\s-3 -fcfn 

1 H-NMR (DMSO— d 6 ) 8 : I. 84-2. 20 

(2 H, m) , 2. 75 ( 6 H, s ) , 3, 00-3. 10 
90 (6 H. m) s 4. 09 ( 1 H, t, J = 7. 2H 
z) , 4. 87-5. 10 ( 1 H, br), 6, 68 

(1H, s ) , 6. 8 7 (2H, d, J - 8. 7 5H 
z) , 7. 29 (2H, d, J = 8. 75Hz) , 7. 
70 (2 H, s), 8. 07 ( 1 H, s ) t 9. 23 

(2 H, br), 9. 39 (2H, br) 

[0 2 2 5 ] 0 

3- (5-7^i//-2-^>V77^;b) -2- [4 

-[<((2S)-2-fcfa yy^w -rf h^V] ? x 
Elf* 

1 H - NMR (DMSO-d 6 ) 8 
r ) . 6. 7 1 ( 1 H, s ) , 6 
7. 2 7 (2H, d) . 7. 7 1 
6 (1H, s) , 9. 1 5-9 
( 1 H) 

[0226] mmme 1 

3- (5-r^^/-2-^>V'77^) -2- [4 

- [ ( (2R) ^h^>] 

;H ^aw>8 rfilS 30 
Hf* 

1 H — NMR (DMSO-dJ 5: 1. 9 5 (4H, b 
r ) , 6. 7 1 ( 1 H, s ) , 6, 9 6 (2H, d) , 
7. 2 7 (2H, d) , 7. 7 (2H, s), 8. 06 

(1H, s ) , 9. 15-9. 35 (5H) ( 9. 7 

(1H) 

[0227] m$ms 2 

3- (5-75^-2-^>777^) -3- [4 

- [ (OS) 

;H 7'Pt^>l 40 
@{* 

1 H - NMR (DMSO-d 6 ) 5: 1. 80-2, 00 
(4H, m) , 3. 0-3. 6 (6H, m) , 3. 9 - 

4. 1 ( 1 H, m) , 4. 7 ( 1 H, m) , 6, 7 3 
(1H, s ) , 7. 0 0(2 H, d) , 7. 30(2 

H, d) , 7. 7 5 (2H, s ) , 8. 1 0 ( 1 H, 

s), 9. 26 (2H, br), 9. 5 8 (2H), 

9. 6-10. 0 (2 H. br) 

[0228] mmme 3 

3 (5-T^y/-2-<>V'77^) -2- [4 50 



1 . 9 5 (4 H, 
9 7 ( 2 H, d) 
(2 H, s ) . 8. 
3 5 ( 5 H ) , 9 . 



0 6 (5 H, 
, 6. 94 (2H, 
7 . 7 0 ( 2 H, s ) 



- 2 0 8 9 4 6 
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- [ (f h 5fc ^v'] "7 
@f* 

1 H-NMR(DMSO-d & ) 5": 1. 6-2. 4 (2 
H, m) . 3. 0 - 3 . 9 (6 H, m) , 4. 0 ( 1 
H, dd), 4. 8-5. 1 ( 1 H, m) , 6. 75 
( 1 H. s ) , 6. 9 ( 2 H, d) , 7. 3 2(2 
H) , 7. 7 7 (2 H, s ) , 8 . 1 ( 1 H, s ) , 
9. 3 7 (4H S d ) 

[0229] mmne a 

3- (5-7 5> ; y-3-^f;l/-2-<>777^ 
W -2 - [4 - [ ( (3S) * 
+^>] ? ^ob'*>I 

1 H — NMR (DMSO-d 6 ) 8 : 2. 
m) , 5. 0 5 ( 1 H, b r ) 
d) , 7. 22 (2H, d) , 

8. 08 ( 1 H, s ) , 9. 10-9. 50 (6H, 
m) 

[0230] mtm 6 5 

;i/) -2 - [4 - [ ( (3 s) -3-h'ny^) * 

hk 

! H NMR (DMSO-d 8 ) 5: 1. 90 2. 40 
(2H, m) , 2. 90-3. 80 ( 6 H, m) , 4. 
03 (3H, s) , 5. 0 0 - 5. 2 0 ( 1 H, 
r ) , 6. 65 ( 1 H, s ) , 6. 91 ( 2 H, 
= 8. 3Hz) , 7. 3 1 (2H, d, J = 8. 
z ) , 7. 3 2 ( 1 H, s ) , 7 . 6 8 ( 1 H, 

9. 16 (2H, b r ) , 9. 4 0 (2H, b r ) , 
9. 20-10. 0 (2H, br) 

[0231] mnm 6 6 

3- (5-75^^-3-^^7^) -2- [4 

- [ ( OS) -3-h'ny>=^) 



b 

d, J 
3 H 

s) , 



*H NMR (DMSO - d B ) 8:2. 1 (2H, b 
r ) . 3. 00-4. 00 (7 H, m) , 5. 08 (1 
H, br), 6. 90 (2 H, d s J = 8 H z ) , 7. 
30 (2H, d, J = 8 H z ) , 7. 77 (3H), 
8. 22 (1H, s), 9. 0-10. 00(6 H) 

[0232] mmme i 

- [2 - [4 - [ ( (3S) - 3 - fcT 

HI* 

1 H-NMR(DMSO-d 6 ) 8:2. 07 (2H, 
m) , 3. 00-3. 5 0 (8 H) , 5, 0 5 ( 1 H, 
br), 6. 85 (2H, d s J = 8. 0Hz), 7. 
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15 (2H, d, J = 8, OHz), 7, 8 2 ( 2H, 
s) ( 8. 35 (1H ( s) ( 9, 30 (2H ( b 
r ) , 9. 5 0 (4H, b r ) 

[0233] mume 8 

3 - [2 - [2 - (5-r5^>y[b] 
2->fJlO -4-x b^>-5- [ ( (3S) 
-3 - t°P 7i^;H 7°oM>i 

1 H - NMR (DMSO-d 6 ) 8 : 1. 30 (3 H s 10 
t, J = 7 . OHz), 2. 00-3. 90 ( 1 4H, 
m), 4. 0 1 (2H S q, J = 7. OHz) , 6. 9 

4 (1H, s), 6. 96 (1H, s), 7. 39 (1 
H, s ) , 7, 79 (1H, d, J = 9 . OHz), 
8. 20 (1H, d, J = 9. OHz), 8. 37 (1 
H, s) , 9. 4 1 (2H, br), 9, 5 9 (2H, 
br), 9. 0-10. 0 (2H, br) 

[0234] mmis 9 

3 - [2 - [2 - (5 -75 is y^lsV [ b ] 5^x>- 
2-4)1) 5- [ ( (3S) 20 

@f* 

1 H-NMR (DMSO-d 6 ) 5:2. 00-4, 80 
(14H, m), 5. 08 (1H, m) , 6. 77 (1 
H, d, J = 8, 5Hz), 6, 82 ( 1 H, s ) ■ 

7. 18 (1H, d, J = 8. 5Hz), 7. 35(1 
H, s ) , 7, 7 2 ( 1 H, d, J = 8, 7 Hz ) , 

8. 16 ( 1 H, d, J = 8. 7Hz), 8. 29(1 
H, s), 9. 31 (2H, br), 9. 51 (2H, 
br),9.3-9.8(2H,br) 30 

[0 2 3 5 ] 7 0 

4- (5 - 7^y^^>V [b] ^x>-2--Y;V) - 
3 - [4 - [ ( (3 S) - 3 -t"P y^Jb) 

@f* 

1 H-NMR (DMSO-dJ 8:2, 00-2, 30 
(2H, m), 5. 00-5. 20 (1H, m), 6. 

85 (2 H, d ) , 7. 20 ( 1 H, s ) , 7, 25 
(2H, d), 7. 65 (1H, dd), 8. 05- 

8. 2 5 ( 2 H, m) 40 

[0236] mmmi 1 

3 - (B-75^>!/ [b ] 2 - 

2 - [4 - [ [2 - (xhf^;l/^;K^) 

1 H — NMR (DMSO-dJ 5: 1. 27 (3H, 
t, J = 7 . 0Hz), 3. 00-4. 04 (br), 

4. 24 (2H, a, J = 7, OHz), 4. 90- 

5. 10(1H, br), 6. 99(2H, d, J = 50 
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8, 3Hz) , 7, 34 (2H, d, J = 8, 3H 
z ) , 7. 39 ( 1 H, s ) , 7. 68 ( 1 H, dd, 
J = 9, 0 and 1. 8Hz), 8, 10(1 H, 
d, J = 9. OHz), 8. 2 4 ( 1 H, d, J = 1 . 
8Hz), 8. 98 (2H, br), 9. 23 (2H, 
br), 9. 44(2 H, br), 11. 6 5(1 H, 
s) 

[0237] mmmi 2 

3- (5 7 5^^-<>V [b] ^x>-2->f;l/) - 
2 - [4 - [ [2 - (-1^) Fa try 

Hi* 

1 H-NMR(DMSO-d 6 ) S : 3. 20-4. 20 
(3H, m), 3. 44 (4H), 4, 80-5. 00 
(1H, br), 6. 98 (2H, d, J = 8. 31H 

z ) , 7. 1 7 (2 H, s ) , 7. 2 9 ( 1 H, s), 

7. 34 (2H, d, J = 8. 3 1Hz), 7. 70 
(1H, dd, J = 8. 2 and 2, OHz), 

8. 06 (2H, s), 8. 12 (1H, d, J = 8. 
2Hz), 8. 25 ( 1 H, s), 9. 46 (2H, b 
r), 9. 57 (2H, br) 

[0 2 3 8] mWSfft 7 3 

3- (5-75^^>y [b ] ?^>-2-J)l) - 
2 [4 - [ ( (2 S) - y h + 

*✓] 7 a PW>i ^ffiffi^ 

B# 

1 H - NMR (DMSO-d 5 ) 5: 1. 9 5 (4 H, 
m) , 3. 00-4. 20 (8H, m), 6. 95 (2 
H, d, J=8. OHz), 7. 28 (3H), 7, 7 
0 ( 1 H, d, J = 8. OHz ) , 8. 0 6 ( 1 H, 
d, J = 8, OHz), 8, 23 (1H, s), 9, 2 
0-9. 5 0 (6H) 
[0 2 3 9 ] HJfcW 7 4 

3- (5 - 7S^^^>7 [b] 2 ->f;l/) - 

2- [4- [ (4-h^y^;W 7^;H 

a* 

! H NMR (DMSO-d 8 ) 5: 1. 80-2. 15 
(4H, m) , 3. 00-3. 25 (4H, m), 3. 
30-4, 00 (3H, m) , 4. 60-4, 70 (1 
H, m) , 6. 97 (2H, d, J = 8. 3Hz), 
7, 3 1 (3H, m) , 7, 6 9 ( 1 H, d d) , 8, 
13 (1H, d, J = 8. 8Hz), 8. 2 6 ( 1 H, 
s), 9, 31 (2H, br), 9, 5 0 (2H, b 
r), 9. 00-10. 00 (2 H, br) 

[0240] mm 7 5 

3- (5 - 7 5i>7^>7 [b ] ^x>-2--Y;lO - 
2- [4- [ (2-T ^ 7*^)1] 



12 7 

1 H - NMR (DMSO-d 5 ) 5:3, 00-4. 40 
(7H, m) . 6. 93 (2H, d, J = 8. 3H 
z), 7, 29 (1H, s), 7. 32 (2H, d, J 
= 8 . 3Hz), 7 . 67 (1H, d d, J = 9. 0 
and 1, 0Hz), 8, 20 (1H, d, J=9, 
0 H z ) , 8. 32 ( 1 H , s ) , 8. 10-8. 60 
(3H, b r ) , 9. 24 (2 H. b r ) . 9. 46 
(2 H, b r ) 

[0241] mtmn 6 

3 - (5 -T^i/S-O^ [b ] 2 -Ah) - 

2 [4 [2 [ ( 1 -b'P'J >-2-J)l>) 7 5 

1 H - NMR (DMSO-d 6 ) S : 1. 88-2. 30 
(2H, m) , 2. 60-3. 00 (2H, m) , 3. 
0 0 -4. 3 0 (9H, m) , 6. 90 (2H 5 d, J 
= 8. 3Hz), 7. 30 (1H, s ) , 7. 31 (2 
H, d, J=8. 3Hz), 7. 70 ( 1 H, d d, J 
= 8.50 and 1. OOHz), 8. 11 (1 
H, d, J = 8. 5 0 Hz ) s 8. 2 5 (1H, s ) , 
9. 28 (2H, br), 9. 48 (2H, br), 1 
0. 00 (1H, br), 10. 19 ( 1 H, br) 

[0242] mmmi i 

3- (5 -T 5 V>y- 2 -J > F Vfr) ^2 [4 
[ ( (3 S) -7^^;b] 

Elf* 

'H-NMR (DMSO— d 6 ) 5:2. 00-2. 35 
(2H, m) , 4. 00-4, 30 ( 1 H, m) , 5. 
00-5. 30 ( 1 H, br), 6. 37 (1H, 
s) , 7. 0 0 (2H, d) 3 7. 4 0 (2 H, d) , 
7. 6 0 (2H, d) , 8. 10 ( 1 H, s ) . 11. 
6 0 ( 1 H, s ) 

[0243] mmmi 8 

3- (6 -T 5 V>y- 2 F yjl/) - 2- [4- 

[ ( (3 s) tf*^] 

1 H-NMR (DMSO— d 6 ) 5" : 2 . 20 (2H, 
m) , 3. 4 0 (4H, m) , 5. 1 6 ( 1 H, b 
r ) , 6. 3 6 ( 1 H, s ) , 7. 0 0 (2H, d) , 
7.27 (2H. d) , 7. 3 6 -7. 9 6 (3H, 
m) , 9. 20-9. 5 0 (6 H, m) , 11. 80 
( 1 H. s ) 

[0244] mmmi 9 

3- (6 -7 ^ 2 F yji/) - 2- [4- 
[ ( (3R) -3-t s oy^;i/) ttv] 

"H -NMR (DMSO - d 6 ) 5: 1. 98-2. 25 
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(2H, m) 2. 62-4. 30 (7H, m) , 5. 0 
0-5. 22(1 H, br), 6. 30(1 H, s), 
7. 00 (2H, d) , 7, 23-7. 80 (4H, 
m) , 8. 9 8 (1H, s ) , 11. 8 0 ( 1 H, s ) 

[0245] mtm 8 0 

3- (5 -7sy^-2->f> Fy;b) - 2- [ 4 - 

[ ( (3R) -f F7tFP-3-77^V) 

10 1 H — NMR (DMSO- dj 8:5. 00 (1H, b 
r ) . 6. 28 ( 1 H, s ) , 6. 82 ( 2 H, d), 
7.30 (2H S d) , 7. 58 (2H 3 s) , 8. 0 
0 ( 1 H, s ) , 9. 1 0 (4H) , 1 1 . 8 ( 1 H, 
s) 

[0 2 4 6] 1 

3- (5 -75 Z>S-2-4> Fy;b) - 2- [4- 
[ ( (3S) -rHtFn-3-77^-iW #=F^] 

20 1 H — NMR (DMSO-d 6 ) 5:5. 10 ( 1 H. b 
r ) , 6. 27 (1H, s ) , 6. 82 (2H, d), 
7.2 9 (2H S d ) ( 7. 5 8 (2 H s s ) , 8. 0 
0 ( 1 H, s ) , 9. 1 2 (4H) , 1 1 . 8 ( 1 H, 
s) 

[0 2 4 7] ^»J8 2 

3- (5-75^^-i-^?^-2--f>F , ;;W - 

2- [4 - [ ( (3 s) -3-eny^) 

EH* 

30 1 H-NMR(DMSO-d & )5':l. 90-2. 25 

(2H, m) , 3. 73 (3H, s ) , 5. 00-5. 

20 (1H, br), 6. 40 (1H, s), 6. 9 5 

(2 H, d ) , 7. 40 ( 2H, d), 7. 62 (2 

H, s), 8. 10 (1H, s), 9. 00-9. 80 
(6 H, b r ) 

[0248] mmms 3 

3- (5-7 5> > ^-l-xf;l/-2-^>Fy;W 
2 [4 - [ ( (3S) 

40 Hi* 

1 H — NMR (DMSO-d 6 ) S : 1. 27 (3H) , 

I. 95-2, 2 5 (2H, m) , 3. 10-3. 70 
(6H, m) , 3. 90-4. 40 (3H, m) , 5. 

00-5. 3 0 ( 1 H , br) , 6. 45 ( 1 H , 
s) , 7. 00 (2H, d) , 7. 5 0 (2H, d) , 
7. 7 0 (2H, s ) , 8. 1 5 ( 1 H, s ) , 9. 0 
0-9. 80 (6H, br) 

[0249] mnm 8 a 

3- (5 -T%l>y- 1 - i s o -zf?)l> - 2 - -f > F 

50 yjio - 2- [4- [ ( (3S) -3-b'ny^^) 
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1 H-NMR (DMSO— d 6 ) S : 0. 85 (6H, 
d), 2 . 00-2. 35 ( 3 H , m ) , 2. 90- 
4. 30 (9H, m) , 5. 0 0 -5. 2 5 ( 1 H, 
m), 6. 50 ( 1 H, s), 7 . 00 ( 2 H, d), 
7. 42 (2H, d) , 7. 63 (2H, m), 8. 1 
2 ( 1 H. s ) , 9. 10-9. 80 (6H, br) 

[0250] mtmis 5 

3- (6 -T*i>S- 1 F'JAO - 

2 [4 - [ ( (3 S) 3 tfP y^Jl/) 

Elf* 

1 H - NMR (DMSO-d 6 ) 8 : 1. 30 (3 H, 
t ) , 1.9 5 -2. 3 0 (2 H, m) , 5 . 10(1 
H, m) , 6. 3 7 (1H, s ) , 6 . 9 2 (2 H, 
d) , 7. 30-7. 70 (4H, m) , 8. 10 (1 
H, s ) , 9, 3 0 - 9, 9 0 (6H, b r ) 

[0251] mmms e 

3- (6 -r 5 v>y- l -x^jv-2 --f> Fy;iO - 

2- [4- [ ( (3R) - 3-t 5 py^;I/) tf + f] 

1 H NMR(DMSO-d 6 ) 5: 1. 31 (3 H s 
t ) , 2. 00-4. 50 ( 1 1 H), 5, 11 (1 
H, br), 6. 3 8 (1H, s ) , 6. 9 6 (2H, 
d, J = 8. 4Hz), 7. 30-7. 70 (4H S 
m) , 8. 1 7 ( 1 H, s ) , 9. 0 7 (2 H, b 
r ) , 9. 34 (2H, br), 9. 30-10, 00 
(2H, b r ) 

[0252] warn 8 7 

3- [6-75y/-l - -2- 
^>FyiH -2 - [4- [ ( (3S) -3-fcrnyy 

@f* 

1 H-NMR (DMSO-dJ 8:2, 00-5, 00 
( 1 3H) , 5, 13 (1H, br), 6, 42 (1 
H, s), 6, 97 (2H, d, J = 8. 4Hz), 
7. 40 (2H, d, J = 8. 4Hz), 7. 50- 
7. 7 0 (2H, m) , 8. 2 2 ( 1 H, s ) , 9. 1 
3(2H, br), 9. 3 9 (2H, br), 9, 50 
- 1 0, 0 0 (2H, b r ) 

[0253] mmis 8 

3 - (3 -T ^Z^y - 1 , 2, 3, 4~rh7t Fn- 

-2- [4 - [ ( (3S) -3-trny 

1 H - NMR (DMSO-d 6 ) 8 : 1. 30-4. 0 0 
( 1 6H, m) , 5. 10 (1H, m), 6. 94 (2 
H, d, J=9. 0Hz) , 7, 2 0 -7, 7 0 (5 
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H, m) . 9. 1 8 (2H, b r ) , 9, 3 4 (2H, 
br), 9, 50-10, 00 (2H, br) 

[0254] mum 8 9 

3- (5-75^-2-"^>X>f 5 £VU;lO - 2- 
[4 - [ ( (3S) -3-fU'J^) 7* 

eh* 

1 H - NMR (DMSO-d 6 ) 5:1. 98-2. 28 
(2 H, br), 3, 00-4. 80 (7 H, m), 
10 5, 00~5. 20(lH,br),6, 93(2H, 
d, J = 9. 0Hz), 7, 3 4 (2 H, d, J = 9. 
0Hz ) , 7. 9 1 (2H, s ) , 8, 2 8 ( 1 H, 
s ) , 9, 3 6 (2 H, b r ) , 9, 6 1 (2H, b 
r ) , 9, 40-10. 10 (2H, br) 
[0 2 5 5 ] H»J9 0 

3- (7-T^^-2-t7W) -2- [4- 
[ ( (3R) -3-b'0'J^;W tf^] 

20 1 H — NMR (DMSO-d 6 ) 5:2. 00-2. 20 
(2H, m), 3. 00-4. 20 (7H, m), 5. 
10 ( 1 H, br), 6, 92 (2 H. d, J = 9. 0 
Hz), 7, 33 (2H, d, J =9. 0Hz), 7, 
50-8, 20 (5H, m), 8. 43 (1H, s), 
9, 3 9 (2H, b r ) , 9. 6 0 (2H, b r ) , 
9, 50-10. 00 (2 H, br) 

[0256] mmn9 1 

3- (7-7^^7-2-^7^;^) -2- [4- 
[ (4- fc^yy— AO 4^>] A*] ^Ot'ty 

30 m rMffii& 

1 H-NMR(DMSO-d & ) £ : 1. 70-2. 20 
(4 H, m), 2. 80-4. 10 (7H, m), 4. 
50-4. 80 (1H, m), 6. 95 ( 2 H, d, J 
-8. 0Hz), 7, 30 (2H, d, J - 8. OH 
z), 7, 60-8, 50 (6H, m), 9, 35 (2 
H, br), 9. 5 7 (2H, b r ) , 9, 10 9, 
8 0 (2 H, b r ) 

[0257] mrnms 2 

40 3- (6-7^^7-l-^*^?^-2-^> 
F y A ) -2 - [4- [ ( (3S) - 

@f* 

1 H-NMR(DMSO-d 6 ) 5 : 1, 98-2. 30 
(2H, m), 2. 80-3. 80 (6H, m), 3. 
90-4. 2 5 (1H, t), 5. 00-5. 5 0 (3 
H, br), 6. 4 1 ( 1 H, s ) , 7. 0 0 (2H, 
d), 7. 42 (2H, d), 7. 60-7. 90 (2 
H, m) , 8. 3 0 ( 1 H, s ) , 9, 10-10, 0 
50 0 ( 6 H, b r ) 
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[0258] mmms 3 

6-7^^-2 - [ 3 - b - [4- 

[ ( (3 s ) - 3 - fay v>~)\/) **zsl ? x-ji/] 
? 0 p f ;H - l - >f > F-;l/H® 
Elf* 

1 H — NMR (DMSO-dJ S : 1. 95-2. 20 
(2H, m) , 4. 9 0-5. 15 (3H, m) , 6 . 

20 ( 1 H, s ) , 6. 90 (2H, d), 7, 25 
(2 H. d) , 7. 57 (2H S m) . 8. 20 (1 

H, s) , 9. 20-9, 9 0 (6H, b r ) 10 
[0 2 5 9] 4 

6-75^-2 - [2 - [4 - [ ( (3 S) -3-f 
p y * + 7 — 1 — f > F 

@f* 

1 H-NMR (DMSO— d 6 ) 5: 1. 90-2, 30 
(2H, m) , 3. 10-3. 50 (4H, m) . 4. 
80-5. 30 (3H, b r ) , 6. 42 (1H, 
s) , 6. 9 0 (2H, d) , 7. 2 5 (2H, d) , 
7. 6 0 (3H, m) , 8. 2 5(1 H, s ) , 9. 2 20 
0-10. 00 (6H, br) 

[0260] mrnm 9 5 

3 - (5 -T^^/O 1 / [b ] ^x>- 2 - 

2 ^Y^^tj)V^^)V 2- [4 - [ ( (2R) -2 
-f nyy—jlO y ^x^;H 7 4 Pt^>| 

2- [4- [ ( (2R) -1-ter t + 
sj^— -Jl — 2 -f p y>>~;l/) j* h+->] - 3 

- (5 -isTS*<>V Lb ] ^x>- 2 ->f;b) - 2 - 
iF^>*iH^7'ntt>i x^ii/x^riH. 30 

3 4g^^y-jH5 0ml«iUc^(:, 7jti£ 

j^T*it^*B»c*ii*ttBi3i±afi"ci 8 crafts 

T (w/v) ^Mt^x^y-iH 00ml tCiSJSfL 

^-f d<-5^si<y^-SE^»*SPJ (x^u>-ytf^ 

;^>^>*^ft : HP- 2 0 ) tD#^ 

*§«tcrjgtH, ^f^i/Sf fc^*6^Sh> y # 

tCtfU 7KiTi2h^hy^OfM^«rigttiLaW^I 
©77*5^a> Ktfii4mtBiT5 C i K J: 0 & 

«6ifto«wt^« i . ogat 

1 H-NMR (DMSO— d 6 ) 5" : 1. 1 5 (6 H, 
t, J = 7 . 0Hz), 2. 0 (4H, br), 3. 0 
0-4. 00 (3H) , 3. 95 (2H), 4. 2 (4 
H) , 7. 0 0 (2H, d) , 7. 1 6 ( 1 H) , 7. 
31 (2H ( d) , 7. 70 ( 1 H, dd) , 8. 10 
(1H, d), 8. 26 (1H, d) , 9, 20-9. 
60 (5H), 9. 9 (1H) 50 
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[0261] m$m§ 6 

3- (b-T^i>y^>V [b] ^x>- 2 - 
2 - [4 - [ ( (2R) - 2-f oyy-;W y 

3- (5-75^^>y [b] 2 - 

2- iF^VM^-2- [4- [ ( (2R) -2 

x^^x^fib r:tft^t&2. 0fir*5j8®fifflU0 0 

mucgfiu imrsmmmmvtc 0 mm^m^Lxn 

20) CD*-5A*Pvfy5^^-Kfl-L*iT42f- 

h y;uoa-&*««:r*m, oi^^^ar^^affc^ 
$s^m-> y tf pfr&j&fiffl its ae*B3ft*a*f* ^ p v 

L @ WW© ^ ^ # ^> h > 5C*JBBI* jn a tkht £ 

1 H — NMR (DMSO-d 6 ) 8 : 1. 50-2. 20 
(4 H, m), 3. 00-4. 00 (3H, m), 4. 
15 (2H, d) , 6. 95 (2H t d, J=8. 6H 
z ) , 7. 28 (3H, m), 7. 7 4 ( 1 H s d, J 
-8. 6Hz) , 8. 07 ( 1 H, d. J = 8. 6H 
z ) . 8, 25 ( 1 H. s ) , 9. 20-9, 60 (5 
H) . 9. 8 5 ( 1 H) 

[0262] mmn9 7 

3- [b] *.x>-2--oio - 

2- [4- [ (2 --f 5 2 - -Ob) -rf h + 

3- (5-^T^>V [b] ^x>-2 -2 
-iF^W^-2- [4- [ (2--Y5#Vy 

^xXriW. 6g?:x$y-jH00ffiliCglL 
fc&cD&c, 7K^^T^t/K**^^iA^iaffl^if5°C 

7>^r^i3%Mt5 (w/v) x^y-;^ 
10 0ml ^»ltl?St2 40«ib/c o 

gsut3 (5-r5y^>^[b] ^x>-2 

-OlO -2-xhf^;Wx;l/-2- [4 [ (2- 
-f 5^/y>-2--f^) ^h+v'] ? 

5 ffiSttH 5 0mHCg»l, 1 ^MSP^SSic U 

ivc # if ^^jbKft^B'&ffl^ y # T 
h~ h y;l/<DS^g«r»ffiL/BW»<D^^^^a>Cc 
{t^2 0 0mg«#/c D 
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1 H - NMR (DMSO-d 6 ) 5:3. 35 ( 1 H, d 
d) , 3. 65 ( 1 H, d d) , 3. 89 (4H, 
s) , 3. 9 9 ( 1 H, t ) , 5, 0 7 (2H, s) , 
6. 98 (2H, d), 7. 32 (1H, s ) , 7. 3 
7 ( 2 H, d ) , 7. 66 (1H ( d ) , 8. 12(1 
H, d) , 8. 2 1 ( 1 H, s ) , 9 . 10 (2 H) , 
9. 3 9 (2H) , 10. 3 8 (2H) 

mwms 7 tmm<D^mcm\ mmms s-ioo© 

[0 2 6 3] mmi9 8 10 

3- (5-r^y^>y [b] ?i>-2-^M 
2 [4- [ ( (3S) 9-*] y 

1 H - NMR (DMSO-d 6 ) 5: 1. 5-4. 5 (1 
OH, m) , 6, 95 (2H, d) , 7 . 32 (1H, 
s) , 7. 40 (2H S d) , 7. 7 1 ( 1 H, d) , 
8. 13 (1H, d), 8, 28 (1H, s ) , 9. 3 
(2H, b r ) , 9. 5 ( 2 H, b r ) , 9. 8 (2 
H, b r ) 20 

[0 2 6 4] mtmis 9 

3- (6-r5y/-2-^>7*r7y;W -2- 
[4- [ ( os) -3-t:oyy^) 7* 

1 H-NMR(DMSO-d 6 )5:2. 1 2 (2H, b 
r) , 3. 0 0 -4. 3 0 (7 H) , 5, 11 (1H, 
br), 6. 95 (2H, d) , 7. 35 (2H, 
d) , 7. 90 ( 1 H, dd) , 8. 13 (1H, 
d) ( 8. 60 (1H ( d), 9. 3 0 -9, 8 0 (6 30 
H) 

FAB MS (m/z ) : 4 1 1 (M + + 1 ) 

[0265] mmm 1 o o 

3- (5 -T^Zyy- 2 -^>V^77Vib) -2- 
[4 - [ ( OS) ?x 

1 H-NMR(DMSO-d 6 ) 5:2. 08 (2H S b 
r ) , 3. 00-4. 25 (7H) , 5. 10 (1H, 
br), 6. 95(2 H, d) , 7. 3 4 (2H, 40 
d) , 7. 82 ( 1 H, dd), 8. 29 (1H, 
d), 8. 41 (1H, d), 9, 2 0 - 9. 6 0 (6 
H) 

FAB MS (m/z) :411 (M f +1) 

[0266] mmm 1 o 1 

2 - [4 - [ ( OS) - l-r-feF^F^-3- 
t:U y t^is] y * — -3- (5-75^ 

3- (5-7^y/-2-^>V77^) -2- [4 

- [ ( OS) tf*^] y^^ so 
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y°u¥*>m 1 g*#20mitcjg 

ft? L , *^®WT 1 JB3e*DMt^ h V -3 p H 

8. 5^ilHffiL-o-o, 7-feW ^f-hSltS 

i . 4 & %'j>mr^m%-tc 0 *?&TCCM«: 1 5^M$ 
ft* * # 3? ^^Jl/Kft^B-^S^ U # *ffc & i T 

ft 7 8 0mg^f|/c o 

1 H NMR(DMSO-d 6 ) 5 : 1. 90-2. 40 
(5H, m) , 2. 9 0-4. 3 0 (7H, b r ) , 
4. 96 (1H, br), 6. 73 (1H, s), 6. 
93 (2H, d, J = 8, 8Hz), 7, 33 (2H, 
d, J = 8. 8Hz), 7. 73 (2H, s ) , 8. 1 
0 (1H, s ) , 8. 50-8. 80 ( 1 H, br), 

9. 3 3 (2H, b r ) , 9. 4 6 (3H, b r ) 

usisw i o i tmm<Dy^mcm\ mmi 102-1 1 
[0267] mwm 1 0 2 

2 - [4 - [ ( OS) - l-7^b>f3F^-3- 

tfpyy^W - 3- (6-75^ 

y- 2 -^>y ^^^;b) 7"nb^>i n^K*^ 

*H NMR (DMSO~d & )5-:2. 00-2. 40 

(5H, m) , 3. 00-4. 20 (7H, br), 
4. 9 0 - 5. 3 4 ( 1 H, b r ) , 6, 7 0 ( 1 H, 
s) , 6. 93 (2H, d, J =8. 3 1Hz), 7. 
34 (2H, d, J = 8. 3 1Hz), 7. 73 (2 
H, s), 8. 13 (1H, s ) , 8. 50-8. 80 

( 1 H, br), 9. 2 9 (2 H, b r ) , 9. 5 2 

OH, b r ) 

[0 2 6 8 ] Utt^fJ 1 0 3 
2 - [4 - [ ( OS) - 1 -T*kW 5 
tPV^W :7x~Jl/] -3- (5-75^ 

[b] ^>-2->f;^) 

1 H-NMR(DMSO-d 6 ) 8 \ 2. 00-2. 50 
(5H, m) , 3. 10-4. 20 (7H, m) , 4. 
96 (1H, br), 6. 93 (2H, d, J = 7. 9 
Hz ) , 7. 2 9 ( 1 H, s) , 7. 34 (2H, d, 
J = 7. 9Hz), 7. 7 3 ( 1 H, d, J=8. 3H 
z ) , 8. 10 ( 1 H , d , J=8. 3Hz), 8. 3 
0 ( 1 H, s) , 8. 5 0 -9. 3 0 ( 1 H, b r ) , 
9. 3 7 (2H, b r ) . 9. 5 4 (2H, b r ) 

[0269] mmw 1 0 4 

2 - [4 - [ ( OS) - 1 - T-fe W 3 rW^-3- 
t'PV yxL—Jl] - 3- ( 5 - T 3 y 
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EH* 

'H-NMR (DMSO— d & ) 8:2. 00 (2H, b 
r ) , 2. 26 (1. 5H) , 2, 30 ( 1 . 5H) , 
3. 0 0 -4. 2 5 (7H) . 5. 17 ( 1 H, b 
r ) , 6. 9 9 (2H, d) . 7. 3 1 (2H, d) , 
7. 8 8(1 H, d) , 8. 25(1 H, d) , 8. 4 
4 (1H, d ) , 8. 5 0 ( 1 H ) , 9. 3 3 ( 2 H , 
br), 9. 55 (2H, br) 

[0270] mtmi 1 0 5 

2 - [4 - [ ( (3R) - l-T-t2h-fUV^-3- 10 

b'P'jy^) t^is] y - 3- 
@{* 

1 H - NMR (DMSO-d 5 ) 5 : 2. 10-2. 40 
(5H, m) , 3. 00-4. 20 (7H, m) , 5. 
15 ( 1 H, m), 6. 24 ( 1 H, s) , 6. 95 
(2H 4 d, J=8. OHz), 7. 26 (2H, d s 
J = 8. OHz), 7. 30-7. 60 (2H 3 m) , 
7. 88 (1H, s), 8. 55 (1H), 9. 05- 
9. 4 5 (5H) 20 

[0271] mmm 1 o 6 

2 - [4 - [ ( (3S) - 1 -T-fe h A ^ F-f JV- 3 - 
t 4 P»J^) + 7* — ^] - 3- ( 5 - 7 ^ ^ 
/-i-y^-2-^>Fy;W 7'Ob't>i 

@{* 

1 H - NMR (DMSO-d 5 ) 5:2, 00-2. 40 
(5H, m) , 3. 00-4. 30 (7H, m) , 5. 

15 ( 1 H, m), 6. 55 ( 1 H, s ) , 7, 10 
(2H, d , J = 8 . OHz), 7. 5 5 ( 2 H, d, 30 

J = 8. OHz), 7. 78 (2 H, m) , 8, 27 
( 1 H, s ) , 8. 70-8. 9 0 ( 1 H) , 9. 2 0 

-9. 8 0 (5H) 

[0272] mm\ 1 o i 

2 - [4 - [ ( (3R) - 1 -T-fe h A ^ F-Ol/- 3 - 
t 4 n'i^;l/) ^ + ^] — -3- ( 6 - 7 ^ ^ 
^- 1 -x^;V-2 --f > Fy;lO 7'Pbt>l 

@{* 
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s) , 9. 32 (2H, s) , 9. 2 5 - 9. 3 5 (1 
H) 

[0273] mwm 1 0 8 

2 - [4 - [ ( (3 S) - l-7^M5F^-3- 
tay^ji/) y^^iv] - 3- (6-7^^ 

y-2-^^^;b) 7°ut: s t>i r:SSS 

1 H - NMR (DMSO-d & )£:2. 00-2. 40 
(5H, m) , 3. 20-4. 60 (7H, m) , 5. 

28 (1H, br), 6. 91 (2H, d, J = 9. 0 
Hz), 7. 31 (2H, d s J=9. OHz), 7. 
55 (1H, d s J = 8, OHz), 7, 80-8. 1 

0 (4H, m) , 8. 60-8. 90 (2H, m), 
9. 4 1 (2H. b r ) , 9. 5 5 (2H, b r ) 

[0 2 7 4] HJfeM 1 0 9 

2 - [4 - [ ( (3 S) - l-7^f^F^-3- 

tpyy-;i/) tf^s*"] ?*^)i>~\ - 3- (7-75^ 

1 H — NMR (DMSO-d 6 ) 5:2. 00-2. 40 
(5H, m), 2. 90-4. 10 (7H, m) , 5. 
15 (1H, br), 6. 93 (2H, d, J = 8. 0 

Hz), 7. 33 (2H, d. J = 8. OHz), 7. 

50-8. 40 (6 H. m) , 8. 50-8. 70 (1 

H) , 9. 30 (3H, b r) , 9. 55 (2H S b 

r ) 

[0275] mwm 1 1 o 

2 - [4 - [ ( (3 S) - 1 -T*fe W 5 F-Y^-3- 
toyy-;W - 3- (6-7^^ 

l -*;l/sK=f 2 - > F y;l>) 7 4 nbt 

HI* 

1 H — NMR (DMSO-d 6 ) 8 : 1. 90-2. 30 
(2 H, m) , 2. 2 8 ( 1 . 5 H) , 2 . 3 0 ( 1 . 

5H), 5. 0 0 - 5. 3 0 (3 H, br), 6. 18 
(1H, s), 7. 00 (2H, d), 7. 40 (2 

H, d) , 7. 5 0 - 7. 9 5 (2H, m), 8. 29 
(1H, s ) , 9. 1010. 00 (5H, br) 

[0276] mmm 1 1 1 

2 - [4 - [ ( (2R) - l-7tM^ F^-2- 
bfpyy-;W ^F^>] -3- (5-7^ 

[b] ^^>-2->f;b) ?pw>« n 

3- (5 -T [b] ^x>-2-^;b) - 

2-xF^VM^-2- [4- [ ( (2R) -2 

x^;bx^f;^ ^SSS 1 . 0g^x^y^20m 
ltcSIBU T-fe h >f 5 5 s - FSSSO . 4 2 

>o. si sfi«c«ioti 8 0#r H is#u 
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tc„ W^SLT2- [4-[(<2R)-l-T-fe 

-2-xf-^^;b^jl/-3- (5-7^^/-/< 
>V [b] 2 --Ob) 7 5 Ut f t>| x^x 

5 0mi fC*§ft?UT6 0MDiIiSlfc o 

P-20) 0^7A^q7 h * -tcttu /Kir 

v' y 2? y ;b £?E»J its itffl^ iflBSfttt 

1 H-NMR (DMSO— d 6 ) 8:2. 00 (4H, b 
r ) , 2. 24-2. 43 (3H) , 3. 00-4. 0 
0 (5H) , 4, 00 (2H), 4. 50 (1H, b 
r ) , 6. 9 0 (2H, d) , 7. 3 0 (3H) , 7. 
7 0 < 1 H, d) , 8. 1 0 ( 1 H, d) , 8. 2 3 20 
( 1 H, s ) , 9. 2 0 - 9. 6 0 (5H, m) 

[0277] mmm 1 1 2 

3 - (5 -T^^/O 1 / [b ] ^x>- 2 - 
2 - [4 - [ ( (3S) -1 --^>X-f 5 F-OV 3 

3- (B-75y^>!/ [b] ?:c>-2--Y )V) - 
2 - [4 - [ ( (3S) tf*^] 

1. 0g^x^y-;H5mHCi§SU ^yV^h'J 30 
^ttWflWTF* f ^ - Ji/ iS{63*S C i ec J: t) Wte 
x^Jl/ ^>X-Y 5 r-tSK^7 7 3mg^S0i/c D 
CCD?§^CD^^>Ki^MJf T h 'J X ^JbT * > 6 3 lmg 

L3 - (5 [ b ] ^x>- 2 - -OtO 

-2 - [4 - [ ( (3S) -1 5 F-Y;l/- 3 

xn^ntcmm^^ a y v-m^k^j 40 

P-20) ©*5A*a7H^57-f-KffU *£T 

•fe F ~ f y ;i/©s^*B»T?»m 0 ^ 0 @ 

y # ^ ;b £?£±*SrJ £T£ ffiffi^ rftil^i* ^ u ^ h ^ 
^-ctttu *tr*h^h yjbo»^*s«r*fflL 

J: *J 8WfeH#©««Yt^«f 3 5 0mg &mc Q 
1 H - NMR (DMSO-d 6 ) 5 : 2, 00-2, 80 
(2H, m) , 3. 00-3. 30 (7H. m) , 4. 50 
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04 (0, 5H, b r ) . 4. 3 0 (0, 5 H, b 
r ) , 6. 80-7. 90 ( 1 1 H, m) , 8. 12 
(1 H, d, J =8. 3Hz) , 8. 30 (1H, 
s ) . 9. 20-9. 70 (6 H, m) 

mumi 1 2 tmm<Djr&tem\ mxmi 13-12 
[0 2 7 8 ] mnm 1 1 3 

3- (5-7;^^/ [b] 7^X>- 2 -A - 

2- [4-[((3S)-l -y°us*>A s K>f;i/-3 
EH* 

1 H — NMR (DMSO-d 6 ) 5 : 1. 14 (1. 5 
H, t, J =7. 2Hz) , 1.20(1. 5H, t, 
J = 7. 2Hz), 2. 00-2. 8 4 (4 H, m) . 
3. 10-4, 20 (7H, m) , 5, 20 ( 1 H, b 
r ) . 6. 9 4 (2H, d, J = 8. 3Hz), 7. 3 
0 (1H, s) , 7, 25 (2H, d, J = 8. 3H 
z ) , 7. 7 4 ( 1 H, d, J = 8. 7 H z ) , 8. 1 

0 (1H, d, J = 8. 7 Hz ) , 8. 31 ( 1 H. 
s ) , 8. 65-8. 90 ( 1 H, br), 9. 38 
(2 H. br), 9. 59 (2H, br) 

[0279] mmm 1 1 4 

3- (5-rsy^>^/ [b] ^>-2--f;« 

2 - [4 [ ( (3 S) - 1 -n -zfttlsA ^ K-Ol/- 
3-b°ny>>^;t/) ^nbt^l 
rait 

1 H-NMR(DMSO-d & ) S : 0. 92 (1. 5 
H, t , J = 7 . 0 H z ) , 0 . 9 7 ( 1 . 5 H, t , 
J = 7. 0 Hz ) , 1 . 4 0 - 1. 9 0 (2 H, m) , 
2. 0 0 - 2. 8 0 (4H, m) , 3. 10-4. 20 
(7 H, m), 5. 20 ( 1 H, br), 6. 94(2 
H, d, J = 8. 3Hz), 7. 30 (1H, s ) . 

7. 34 (2H, d. J = 8. 3Hz), 7. 75 (1 
H, d, J = 8. 3Hz), 8. 10 ( 1 H, d, J = 

8. 3Hz), 8. 15 (1H, s ) , 8. 70-8. 
95 (1H, br), 9, 39 (2H, br), 9. 6 

1 ( 2 H, b r ) 

[0280] mmn 1 1 5 

3- [b] *x>- 2 --f Jl/) - 

2-[4-[((3S)-l -n — ^>^>^^ K^;b 
-3-t'oy^;i/) ^^v'] ^pt't>i 

HI* 

1 H — NMR (DMSO-d 6 ) 5:0. 80-1. 0 0 
(3H, m), 1. 25-1. 70 (4H, m), 2. 
15-2. 40 ( 2 H , m), 2. 4 5 - 2. 60 (2 
H, m) , 3. 2 0 - 3, 9 2 (6H, m) , 3. 97 
(1 H, t. J -7. 8Hz) ,5.15 (0. 5H, 
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b r ) , 5, 2 0(0. 5H, br), 6, 90-7. 
0 (2H, m) , 7. 25-7. 40 (3H, m), 

7. 70 (1H, d, J = 8 , 7Hz), 8. 10(1 
H, d, J = 8. 7Hz), 8. 27 ( 1 H, s ) , 

8. 61 (0. 5H, s) , 8, 70 (0. 5H t 
s) , 9. 1 0-9. 40 (3H, b r) , 9. 50 
(2H S b r ) 

[0281] mmm 1 1 6 

3- (5-7 5^0^ [b] ^x>- 2 - 

2- [4-[((3S)-l-n -"^iFW 5 F-YJU 10 
-3 -b°P ytPj^jl/) 7'Pb'^>i 

Hf* 

1 H - NMR (DMSO-d 5 ) 5 : 0. 80-0. 95 
(3H, m) , 1. 20-1. 4 0 (4H, m) , 1. 
45-1. 70 (2H, m) , 2. 15-2. 40 (2 
H, m) , 2. 4 5 -2. 6 0 (2H, m) . 3. 25 
-3. 90 (6H, m) , 3. 96 (1H, t, J = 
7. 5Hz ) , 6. 85-7. 00 (2H, m) , 7. 
25-7. 40 (3H, m) , 7. 69 (1H, dd s 20 
J = 8. 3and 1. 5Hz), 8. 11 ( 1 H, 
d, J = 8 . 3Hz), 8. 25 ( 1 H, s ) , 8. 5 
8(0. 5H, s) , 8. 66 (0. 5H, s) , 9. 
20-9. 30 (3H, br), 9. 47 (2H, b 
r ) 

[0282] mtmi 1 1 7 

3- (B-75y^>!/ [b] ^x>-2-^;V) - 
2- [4- [ ( (3S) - 1 -^^n^P^>*Jl/sK=f 

^nb^>| 30 
Hf* 

a H — NMR (DMSO-dJ S : 0. 90-1. 30 
(3H, m) , 1 . 80-4. 10 (10H, m) , 
5. 10-5. 30 (1H, m), 6. 96 (2H, 
d s J = 8 . 4Hz), 7. 3 2 (1H, s ) , 7. 3 
6 (2H, d, J = 8. 4Hz), 7. 7 1 ( 1 H, 
d, J = 7 . 4Hz) , 8. 14 ( 1 H, d, J = 7 . 
4Hz), 8. 29 (1H, s), 8. 40-8. 70 
(2H, m) , 9. 36 (2H. br), 9. 52 (2 
H, br) 40 

[0 2 8 3] mmm 1 1 8 

2 - [4 - [ ( (2 S) - 1 -T-fe h 5 - 
tauy^) ^h^->] -3- (5-T3 

[b] ^X>-2-^Jb) 7°U¥*yM ~ 

Hf* 

1 H-NMR (DMSO-d 6 ) 5:2. 05 (4H, b 

r ) , 2. 25-2. 43 ( 3 H ) , 3. 00-4. 5 
0 (8H) , 6. 9 5 (2H) , 7. 3 0 (3H) , 

7. 7 0 ( 1 H, d) . 8. 1 0 ( 1 H, d) , 8. 2 50 
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5 (1H, s) , 8. 60 (1H, s) , 9. 20- 
9. 6 0 (5H S m) 

[0 2 8 4] mum 1 1 9 

2 - [4 - [ (l-T^h-YS K>fJb-4-fc # ^yi7- 
Jl/) tf^V] -3- (5-75^^/ 

[b] ^x>-2-^b) ^t'tyl ZlffiK^ 
Hf* 

1 H - NMR (DMSO-d 6 ) 5:1. 65-2. 10 
(4H, m) , 2. 32 (3H S s), 3. 2 0- 4. 

00 (7H, m), 4. 60-4. 70 ( 1 H, m), 
6. 96 (2H S d, J = 8. 3Hz), 7. 30 (3 
H, m) , 7. 6 9 ( 1 H, d s J = 8, 3Hz) , 
8. 10 ( 1 H, d, J = 8. 3Hz), 8. 26 (1 
H, s ) , 8. 95 ( 1 H, s ) , 9. 32 (2H, b 
r ) , 9. 52 (2 H, br) 

[0 2 8 5] mm\ 1 2 0 

2 - [4 - [ (l-r^h-rs F^;b-4- t^ys^ 

rf^f] v - 3- (6-7;^^-l-x 

Hf* 

a H-NMR(DMSO-d & ) 5 : 1. 30 (3H, 
t . J = 7. 0 Hz ) , 1. 73-2. 10 (4H, 
m), 2. 31 (3H, s), 3. 10 (1H, m) , 

3. 30 3. 80 (5H) , 4. 05 ( 1 H, t), 

4. 3 0 (2H, m) , 4. 7 0 ( 1 H, br), 6. 
38 (1H, s), 6. 97 (2 H, d, J = 8 . 5H 
z ) , 7. 3 7 (2 H, d, J = 8. 5Hz) , 7. 4 
8 (1H, d, J = 8 . 3Hz), 7. 61 (1H, 

d, J = 8. 3Hz), 8. 14 (1H, s), 8. 8 

6 (1H, br), 9. 15-9. 5 0 ( 5 H, m) 

[0286] mtm 1 2 1 

3- (7-75i>^-2-t7^;I/) -2- [4- 
[ ( (3 S) - 1 5 K-f Jl/- 3 -tnyy 

Hf* 

1 H — NMR (DMSO-dJ 5 : 1. 03 (3 H, 
m) , 2. 0 0-4. 10 ( 1 1 H, m) , 5. 10 

(1H, br), 6. 80 (2H, d, J = 8. OH 
z), 7. 26 (2 H, d, J = 8. 0Hz), 7. 3 
0-8. 1 0 (5 H, m) , 8 . 33 (1H, s), 
8. 40-8. 70 (1H), 9. 00-10. 00 

(5H) 

[0 2 8 7 ] HfifeM 1 2 2 

3- (1 -T^i>y-2-~TV^)V) -2- [4- 
[ ( (3 S) - 1 -:/3?W 5 K -01^-3 - fc'U y>^ 

Hf* 

1 H-NMR(DMSO-d 6 ) 5:0. 60-4. 00 
(16 H), 5. 00 (1H, br), 6. 79 (2 
H, d, J=8. 0Hz), 7. 21 (2H, d, J = 
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8. OHz ) , 7. 3 0-8, 10 (5H, m) , 8. 
3 4 ( 1 H, s ) , 8. 3 0 ( 1 H, s ) t 8. 40- 

8. 70 ( 1 H) , 9. 00-10. 00 (5H) 

[0288] mum 1 2 3 

3- (7 -? 5 VS- 2 -±y*)V) -2- [4- 

[ ( (3 s) - l - <>x^5 

Bf* 

1 H-NMR (DMSO— d 6 ) 5" : 2. 00-4. 10 
(9H) , 4. 90(0, 5H, br), 5, 20 10 
(0. 5 H. br), 6. 7 0-8. 10 (14 H, 

m), 8, 32 (1H, s), 9. 10-9, 50 (4 

H) 

[0 2 8 9] mmm 1 2 4 

2 - [4 - [ ( (3R) - 1 -Tiz h A \ F-f^-S - 
b^y^-AO tf*^] - 3- ( 7 - 7 ^ y 

1 H - NMR (DMSO-d 6 ) 5 : 1. 60-2, 00 
(4H, m) , 2. 11 ( 1 , 5 H, s ) , 2. 3 3 
(1. 5H, s ) , 3. 00-4, 10 (7 H, m) , 20 
4. 60-4. 80 ( 1 H, br), 6. 91 (2H, 
d, J = 9. 0Hz), 7. 31 (2H S d, J=9. 
OHz), 7, 50-8, 40 (6H, m), 8, 60 
-9. 00 (1H), 9. 20-9. 70 (5H) 

[0290] mmm 1 2 5 

2- [4 - [ ( 1 -7i2 b -f 5 IrJJV-A -b-^y^- 
;W -3- (7-75^-2- 

@f* 

1 H - NMR (DMSO-dJ 5: 1. 25-1, 4 5 30 
(2H, m) , 1. 8 - 1 . 9 (2H, m) , 2, 0 - 
2. 2 (1H, b r ) , 2 . 3 1 (3 H, s ) , 3. 0 
5-3, 25 (2H, m) , 3, 82 (2H, d, J = 
6. 4Hz), 3. 9-4. 3 (3H, m), 6. 87 
( 2 H. d, J = 8 . 8 H z ) , 7. 28 (2H f d, 
J = 8. 8Hz), 7. 61 ( 1 H, d, J=8. 3H 
z), 7. 8-7. 9 (2H, m), 7. 95 (1H, 
d, J = 8. 3Hz), 8. 07 ( 1 H, d, J = 8. 
8Hz), 8. 45 (1H, s), 8, 86 (1H), 

9. 44 (3H) ,9.65 (2H) 40 

[0291] mmm 1 2 6 

3 - (5-75^>!/ [b ] 2 — /-Fix} - 

2- [4- [ ( (3S) -1- (N-y^;UT^h^5 

F-OiO - 3-ray^;W ^x-ji/] :/n 

b*>H rtse 

3- (5-75y^>!/ [b] ^x>-2-^Jl/) - 
2 - [4 - [ ( (3S) -3-fcfpy^JlO 
7x^H 7'DW>i 2SiS2. Og^KlOm 
1 i7th^h y;b 1 Om 1 tcigft?U Mf$T2tt^7K 

Mffc^b 'J -5A*g«^pH8. 5 5Cffi%&*Si&1f • 50 
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Jr—Th • ^ • *-iJ-y& • h y -<Djj& 

[The Journal of Organic C 
hemistry, 3 3, 1 6 7 9 - 1 6 8 1, 1 9 6 
8 ] fa^t^jSU/cx?^ (N-^;W 7^h^^ 

bSK±^2 o g*4*r-om;fc. »«*«*u 
cDS^*Sffi^<t-ra/Wd<-^^#y^-S[^ 

®*S'J (xfi/>-> ; b:^M>i2>l^#: 94 ^4 

t>HP"20) ©^77A^P7^?77>f -fcttLIft 

»*tf Etc * * a? ^^ait^ne^s^ y * yju* 

^ S«ffl»i*afiR# * n ^ r ^ ^ - &ctt u 

0 ) CDC 1 SKiit«apgHL/THft:»JH{t^J3 7 0 
m g £rl#/c 0 

1 H - NMR (DMSO-dJ 5:2. 00-2. 44 
(2 H, m) , 2. 3 0 ( 1 . 5 H) , 2 . 3 3 ( 1 . 

5H), 2. 98 (3H), 3. 0 6 -4. 20 (7 

H, m), 5. 00-5. 40 (1H, br), 6. 9 

2 (2H, d, J = 8. 3Hz), 7. 28 ( 1 H. 
s), 7. 33 (2H, d, J=8. 3Hz), 7. 7 
2 ( 1 H, d, J - 9. OHz) , 8. 0 6 ( 1 H. 

d, J = 9. OHz), 8. 28 (1H, s), 8. 8 

0 9. 2 0 ( 1 H, br), 9. 23 (2H, b 
r ) , 9. 50 (2H, br) 

[0 2 9 2 ] HJfi#J 1 2 7 

3- (5-7^^^-2-<>V77^W -2- [4 

- [ ( ( 2 R) - 2-7^-1 - *^zs] 7 

3- (5 -is? J- 2 -^lsWy^)\>) -2- (4- 
tFnt^7x^jl/) 7'aW>l x^j^xrib 

I. lg, (2R) - 2- tert-7>^^il/^ 
5 S ~ 1 - r?*t J -)V 1 . 24g, Rtf h'J7x^ 

)v^y\7 4ls\. 72 g-CD^h^t Fn77>3 0 0m 

1 jSiKfrcr v^^^d^S yxfj^xtJi/ 1 . 14 

gr*ftl£l 8HBII^lfc B IK, (2R) -2 

- t e r t -:/ b^isfr;V#^)l'? 5 ^ 1 — 
Jl/0. 83g, Sfff , J7i^;l/*^7^>l. 2gS 
^7 7^^;^'>1 i/i^xxr^0. 7 6g£il 

jpl i 8 0ta®atstfb/c o s(£3K*7«*(e@o, » 

MiTS>'y^^7A^n7f^77 ^ - KJ: 0 
iSlt, ^ftK®2- [4-[((2R)-2-t 
e r t -T'f-t^W^; >>- 1 -7^)1) 

:7x— -3- (5 -is? j- 2 -^^Wy~ 

±IBtCJ:Dt#fc2- [4-[((2R)-2-tert 

-7 ? b+^^;i/*^;i'7 5 / - 1 ? 

-3 - (5 -->T^- 2 -^Z^JVy^Jl) 7° 
Pb"t>l x^xXtvI^ 6 0mg£H»j5 7 i 
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mmitmm, ««oHfto««iifc^»7 8mg*»yfc. 

1 H - NMR (DMSO-dJ 8 : 1. 04 (3 H, 
t ) , 1, 70 (2H), 3, 0-4. 2 (6H), 
6. 71 (1H, s) s 6. 99 ( 2 H, d) s 7. 2 
7 (2H ( d) , 7, 72 (2H t s), 8, 07 (1 
H, s), 8. 3(3H, b r ) , 9. 34-9. 40 
(4H) 

[0293] mmm 1 2 s 

3- (5-T5^-2--<>777^) -2- [4 

- [ ( (2 S) -2-7^-1 - y^Jl) 7 10 

(2R) -2 - t e r t - ? h * i/*Jl/#-^T 5 S ~ 
1 - :/£ J -;WCgfc*.T ( 2 S ) -2-tert-^'h 

i2 7ii^«^cMffl, mm^-^ct^c^^mitcommit 

^6 2 Omg^flt 

1 H — NMR (DMSO-dJ 5: 1. 04 (3 H, 
t ) , 1 . 70 (2 H) , 3, 0-4. 2 ( 6 H ) , 
6. 68 ( 1 H, s), 6. 96 (2H, d), 7. 2 
4(2H, d) ( 7, 70(2H, s) ( 8, 05(1 20 
H, s), 8. 4(3 H, br), 9. 40 (4 H, b 
r ) 

[0294] mmm 1 2 9 

3 - [4 - [ ( (3 S) - 1 - T-fe h 3 - 
t 4 oy^;l/) -4- (5-7^^ 

[b] ?x>-2-^;WKffi 
x^-wbS Om 1 fCttffc^tf-JM m 1 *«T«, S 
fiB»rF4- (5-73^-^0^ [b] ^:n>-2 - 
HOb) - 3- [4 - [ ( (3S) -3 -fc"P y^) 

|§K rJftBJtti. og^jp^., l 30 

(5-75^^^ [b] ^x>-2--Y 
Jb) - 3- [4- [ ( (3 S) -3-t s O'J^JV) * 

fee 2KDX^fiVMff7bFP77>2 0mncig 
WO, *?£StfPTh oi^x?^7-fe 

t>HP - 2 0 ) CD^^A^DV h 9"? 7 A -tCtf U 40 

7K£y^ h y^oa^s^sau \mmmh 

?c Q mm* 2 «SeS1S 5 0ml K SJB U 1 NfIRIA1M!UI 

* 7"^;bSi tm^mzs y *;*ass«u it§ it* b^«}§ 

r^ffifElilirS CitCj:^ H#©«Hfb^»8 5 0mg 50 
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1 H - NMR (DMSO-dJ 5 : 2. 0-2. 45 
(2 H, m), 2. 32 (3H, d) . 2. 5-2. 9 
(2H, m) , 3. 1-4. 0 (7H, m) , 5. 1- 
5. 3 5 ( 1 H s m) , 6. 92 (2H, d), 7. 3 
0 (2H, d) , 7. 8 ( 1 H, d) , 8. 2 0 ( 1 
H, d) , 8. 3 7 ( 1 H, s ) , 8. 6 - 8. 9 ( 1 
H, m) , 9. 3 0 - 9. 8 0 (5H) 
FAB MS (m/z ) : 4 6 5 

nmm 1 2 9 tmm<Djrmtm\ mmm 1 3 0 <Dit& 
[0295] mmm 1 3 0 

2 - [4 - [ ( (3 S) - 1 -T-fe W 5 F-Y^-3- 

fcfpyy-;W ^+^>] 7 *~)i>] -3- (6-7vy 
y- 1 -jl^jv- 2 - A > F y ;io 7'ow>i ^js 
mm. 

X H — NMR (DMSO-d 6 ) 5 : 1. 35 (3 H, 
t ) , 2. 3 7 (3 H) . 4. 10-4. 40 (lH t 
m) . 6. 4 2 ( 1 H, s ) . 7 . 0 0 ( 2 H, d) . 
7. 4 5 (2H, d) , 7. 60 (2H ! m) , 8. 3 
0 ( 1 H, s ) , 8. 7 0 ( 1 H, b r ) , 9. 2 5 - 
9. 8 0 (5H) 

[0296] mmn 1 3 1 

3 - [4 - [ ( (3 S) - l-7^f^F^-3- 
t'pyy-;W * + ^] r?*-^] - 2- (5-7^y 

[b] ^x>-2->f;i/) ^Pb't>B ntt 

3 - [ 4 - [ ( ( 3 S ) - 1 - t e r t - 7 V^isftfo 
7$^)\s- 3 - t°ny Zs~)V) 7x.~)l] - 2- 

(5 -V7^>^ [ b ] ^x>- 2 7'nW 
>m x^Jl/j:Xfib2 ( 0g^i^7-JH00ml 

Src l 8 0$r a 1S(gL/c o »««a^U»B»« l 3%<d 
T>^^T&^;i$^$ 10 0ml tcSf!?U 1 8 

y ^-M^f&m.9M u>-*>bf^i/^>-e>s^ 

ft:: ^f^^>HP-20) 0^7A^n7^ 7 7 
^-K^L/, *iT*f- h y^oa^ffiKrftlH, 2 
- (5-75y^>7[b] 5^x>-2 - -fJl/) - 3 
- [4- [ ( (3S) -3-eny^;W **is~] 7 

7'Pfc't^ x^xxfii' ^ea^i. 

lg^fWc D COL Ig4x^y-;H 5mltcM 

yxW7^>6 9 4mg SADIST 1 8 BfRBBSfP L 
fc. »a**2«je*H5 0ml KliSIS 

U3 05}J]DiIiSL/c o 

^-Y^-^x^y v-M^)S®*SfJ (^?-u>-^tr- 

;l/-<>^>S^f* : ^f-{*>HP-2 0 ) CD^77A 
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jg^Tigm, out?* # 3? ^^jv^f t^ffi^S5> y 

1 H-NMR (DMSO— d 6 ) 5" : 2. 1-2. 4(2 
H, m), 2. 22 (1, 5H), 2. 29 (1. 5 
H) , 3. 08 (1H, dd, J-13. 7 and 

7. 8Hz), 3. 30-4, 00 (5H, m) , 4. 10 
36 (1H), 5. 00^5. 2 0 ( 1 H ) . 6. 80 
-6. 90 (2H, m) . 7, 15-7, 25 (2H, 

m ) , 7, 44 ( 1 H s s ) , 7, 7 2 ( 1 H, d, J 
= 8. 3Hz), 8. 15 ( 1 H, d, J = 8, 3H 
z) , 8. 3 2 ( 1 H, s ) , 8. 58 (0, 5H), 
8.66 (0, 5H) , 9, 3 2 (2H, b r ) , 9. 
38 (0. 5 H ) , 9. 45 (0. 5 H) , 9. 5 0 
(2 H, b r ) 

mm\ 1 3 1 £ mm<D^mcx d mmm 132-137 
[0297] mrnm 1 3 2 

2 - [4 - [ ( (3 R) - 1 -T-fe h A 5 F JV— 3 - 
t 4 P»J^) ^ + - 3- (7-7^^ 

y-2-^^?;v) 7'nb^>l r.S^S 

1 H-NMR(DMSO-d 6 ) 5:2. 00-2, 40 
(5H, m) , 2. 9 0-4, 1 0 (7H, m) , 5. 
20 ( 1 H, b r ) , 6, 93 ( 2 H, d, J = 8 . 0 
Hz), 7, 33 (2 H, d, J = 8 . 0Hz), 7. 
56 (1 H. d) , 7. 70-8, 20 (4H, m) , 30 

8. 45 (1H, s ) , 8. 5 0- 8. 80 ( 1 H) , 

9. 45 (3H, br), 9. 63 (2H, br) 
[0 2 9 8] Htfi'piJ 1 3 3 

2 - [4 - [ ( 1 -n b A 5 F^;b-4 - t'^Ui?- 
;W -3- {1 

1 H-NMR (DMSO-d 6 ) 8 : 1. 50 2, 10 
(4H, m) , 2. 3 1 (3H, s) , 3. 00-4. 
20 (7H, m) , 4. 60-4, 80 ( 1 H, m) , 40 
6. 95 ( 2 H, d, J = 9. 0Hz), 7. 31 (2 
H, d, J =9, 0Hz) , 7, 5 0 -8, 5 0 (6 
H, m) , 8, 9 3 (1H), 9 , 4 5 ( 3 H, b 
r ) , 9, 62 (2 H, br) 

[0299] mmm 1 3 4 

3- (7 -T 5 VS- 2 -2- [4- 
[ ( 1 -:/P^W 5 F-f Jl>— 4 -txyy-;l) ^ 

Bf* 

"H-NMR (DMSO- d 6 ) 8 : 1 . 15(3H 4 50 
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t) , 1, 73 (2H, b r) , 2, 03 (2H, b 
r ) . 2, 6 1 (2 H. q ) , 3 . 15 ( 1 H, m) , 
3, 4 5 - 3. 8 5 (5H, m) , 3, 98 ( 1 H, 
t ) , 4. 68 (1H, m), 6. 95 ( 2 H s d, J 
= 9. 0Hz) s 7, 30 (2H, d, J = 9. OH 
z ) , 7. 6 0- 8. 10 (6H, m), 8. 79 (1 
H) , 9. 2 3 ( 1 H> b r ) , 9, 2 6 (2H, b 
r ) , 9, 53 (2 H, br) 

[0300] mmm 1 3 5 

3- (7-75^y-2-t7^) -2- [4- 
Elf* 

1 H - NMR (DMSO-d 6 )S:0, 96 (3 H, 

t, J = 7, 0 Hz ) , 1, 57 (2H, m) , 1. 7 
1(2H, br),2,03(2H, br),2.52 
(2 H, t ) , 3, 18 (1H, m), 3. 40-3, 
9 0 ( 5 H ) , 4, 00 ( 1 H , t), 4, 68 (1 
H, br), 6. 96 (2H, d, J =8. 0Hz), 

7. 30 (2H, d, J = 8. 0Hz) f 7. 60- 

8. 40 (6H, m), 8. 86 (1H), 9. 32 
(3 H. br), 9. 58 (2H S br) 

[o3on mmm 1 3 6 

2 [4 [ ( (2 S) - l-nM;F^-2- 
epyy^iW yf+J/] 7x^;H 3 (7-75 

1 H-NMR(DMSO-d 6 ) 5 : 1, 90-2. 60 
(7H, m), 3, 00-4. 70 (8H, m) , 6, 
92 (2H, d, J = 9. 0Hz), 7. 31 (2H, 
d, J = 9, 0 Hz ) , 7, 8 0- 8, 10 (5H, 
m) . 8. 45 ( 1 H, s ) , 8. 50-8. 70 (1 
H) , 9. 10-9. 60 (5 H, br) 

[0302] mmm 1 3 7 

2 - [4 - [ ( (2 R> 4 S) - 1-T-tebA $ FAJl> 
-3 - (5-7?y^>^[b] ^x> - 2 - -f JU) 
Elf* 

1 H - NMR (DMSO-dJS:l. 35 (3 H, 
m) , 2. 2 7(1, 5H, s ) , 2, 37(1.5 
H, s ) , 5. 10-5. 50 (1H, br), 7. 0 
0 (2H, d) , 7, 10-8. 7 0 (6H, m), 

9. 10-9. 60 (6H, br) 

FAB MS (m/z ) : 4 6 5 (M + + 1 ) 

[0303] mm 1 3 8 

3- (5 -75^^^>7 [b] ^x>-2-^;b) - 
2- [4- [ ( (2S) - 5-t*7-2-t:'ny^ 

a ) 2 - [4 - [ ( ( 2 S ) -l-tert-7'>^> 
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5 -tf ^V- 2 - t: P y ^ 
:7x^;t/] -3 - (5 7 [ b ] 

x^y^;l/5 0 m 1 <tzs2tta^ ^>50ml <DM&$} 

^asa, m^titcmm^ry^^r 1 3% (w/ 

v) *^t?x 1 0 Om 1 KjgJBU SSt2 4 
B#r*lS(^L/c 0 *§«£S5feLT3- (5-rsy^> 
V [b] ^x>-2 --Ob) - 2- [4- [ ( (2S) 10 
-5 - tf + v- 2 - b'ny y h^>] ? ^ j=- 

;H 7°ot:^>l x^xxr^ f£SWS£mc 0 C 
CDiXfiHt?:f F7tfn77>30ml £7K3 0 m 

1 ©SRfcifflRU CCDig^?^ 2 - (tert-^F 
^#;l^~;W 5 -/) - 2 - ? x~;t/7*fe h~ h y;i> 
1. Gg&Ul, 8-^Tift^>^n [5, 4, 0] - 

^7^-tdJ:0W!8O, Bf*CD3- [5- (N-te 

[b ] ^x>-2--Y;U) -2 - [4 - [ ( (2S) - 
5-*+y-2-fcfO'J^) 
7°nW>S x^x^rvi^ , 4s£f#fc 0 
1 H-NMR ( C D C 1 3 ) 8 : 1 . 18 (3H, t), 
1.58 (9H. s) , 1. 8 0 -2. 5 0 (4H S 
m) , 3. 28 (1H, d d) , 3. 70 (1H, d 
d) , 3. 80-4. 50 (6 H, m) 
b) allri#/c3 - [ 5 - (N - t e r t -7 b ^fft 30 

s [b ] *:c>- 2 
--Ob] -2- [4- [ ( (2S) -5-^^V-2- 

1S2. 4 g§rF7t FC77>3 0m 1 &<:?§)!? U 
CCDi§ffifC7K^b^ h'i^A2 0 0mgCD7K5m 1 gffi 

-T^>HP-20) <D#^A#PVF #^:7 -f-tCtf 40 

1 H - NMR (DMSO-d 6 ) 8 : 1. 70-2, 30 
(4H, m) , 6. 90 (2H, d), 7. 29 (2 
H, d) t 7. 3 0 (1H, s ) 
FAB MS (m/z ) : 4 3 8 (M + + 1 ) 
[0 3 0 4] HJfe^iJ 1 3 9 

2 - [2 - [4 - [ (4--Y^ #V U;l0 ^ b*U] 7 
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2- [2- [4- [ ( 1 - b V*)\s-A-4 \ &\fy 

ji/) yf-^->] ;b] x^^b] - b -^yvy^y 

ftjltf^b V)l>3. 5 3ff4x^ywH5 0mli^ 
2 4«FWtt{KL&. iS«*H*L»6nft:»H»*, 7 

1 5% (w/v) ^mTzx-zs-ummt 
w&mwt 1 0 0 m 1 t\mm.2 m 1 ©»^KjB»u 

7A^U7^77^iCWL *£7H2 F~ F yjI/CD 
7KiTi2 b f J JKDg^lr gffi I § Wft© 7 7^ 

*s a >K««BI*ftiArieH'i- a c £ cc cfc 0 ^itfeHf* 

<E>«H^*9 7 3 0mg 

1 H — NMR (DMSO-d 6 ) 8:2. 95 (4H, 
m) , 5. 1 2 (2 H, s ) . 6 . 7 2 ( 1 H. s ) , 

6. 94 (2H S d, J = 8. 7Hz), 7. 20 (2 
H, d, J =8. 7Hz) , 7. 72 (2H, s) , 

7. 75 (1H, s) , 8. 08 (1H S s ) , 9. 1 
3(3H, br),9.38(2H, br) 

[0 3 0 5] HS60J 1 4 0 

2-[2-[4-[((3S) - ^ 

2 - [2 - [4- [ ( ( 3 S ) - l- tert-^Ff 

- 6 - -Y> F — JbijJlTfi— b y^6 5 0 mg<D 
i^7-JH00mli^^nny^>30ml i§?S 

7mMffTmt7m*^iLfrM$u$ j &, safer 

>^r^T 1 1% (w/v) ^-^SRK 
SJBU Sfi^2 4«FlHJlflsOfc. ?§«M*fIf#6n/c 

^!9 0mg?:f|/c o 

mp 229-233 *C 

1 H — NMR (DMSO-d 6 ) 5: L 95-2. 35 
(2H, m), 5. 00-5. 30 (1H, br), 
6. 36 ( 1 H, s ) , 6. 80-7. 80 (7 H f 
m) , 8, 00 ( 1 H, s), 9. 30-9, 60 (6 
H, br) 
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mmm 1 4 0 4 mm^mcj: d mrnm i 4 i - 1 4 s 
[0306] m$mi i 4 i 

2- [3-tFatV-2 - [4 - [ ( ( 3 S) -3- 
WJ^^Jb) + 7°nb^] -6->f 

> Kwb^Jl/sK^tf 5 Vis ^MWM. 
Hi* 

1 H - NMR (DMSO-dJ 8 : 1. 97-2, 30 
(2H. m) , 2. 9-4. 60 (9H, m) , 5. 0 
0-5, 20 ( 1 H, b r ) , 6, 22 ( 1 H, s ) , 10 

6. 90 (2H, d) , 7. 18-7. 70 (2H S 
m), 7, 96 (1H, s), 9. 10-9, 90 (6 
H, b r ) , 11. 05 (1H, s ) 

[0307] mmm 1 4 2 

2 - [2- [4 - [ [ (2 -fcr^~;i0 r^y] ujv 

m» 

'H-NMR (DMSO-dJ S : 3. 20 (4H, 
s), 6, 78 (1H ( s), 7, 08 (1H, b 20 
r), 7. 48 (2H, d, J = 7. 9Hz), 7. 8 
0 (2H, s) . 8. 03 (2H. d, J = 7. 9H 
z> , 8. 12 (1H, s), 8. 40-8.60 (2 
H s m) , 9. 25 (2H, b r ) s 9. 39 (3H S 
br), 11. 05 (1H, s) 

[0308] mnm 1 4 3 

2- [2- [4- [ (l-^^^vyji/) 7* 

Hffc 30 
"H-NMR (DMSO- d 6 ) 5 : 3. 10 (4H, 
s), 5. 45 (2H, s ) . 6. 72 ( 1 H, s), 

7. 24 (2H, d, J = 8. 3 Hz ) , 7. 40 (2 
H, d, J = 8. 3Hz), 7. 66 (1H, s ) , 

7. 7 2 (2H, s ) . 7. 8 0 ( 1 H. s ) , 8. 1 
2(1 H. s ) , 9 . 3 0 (2 H, b r ) , 9, 45 

(3 H, b r ) 

[0309] mmm 1 4 4 

2- [2- [4- [ 1 -b'-^^y^Jl/) 

1 H - NMR (DMSO-d 6 ) 5:2. 8 0 (3 H, 
s ) , 4. 0 9 (4H, s ) . 3. 1 0 (4 H, b 
r ) , 4. 00 (4H, br), 6. 74 (1H, 
s) , 7. 3 6 (4H, s ) . 7. 74 (2H, s) , 

8. 12 ( 1 H, s ) , 9. 28 (2 H, br), 9. 
4 8 (2 H, b r ) 

[0310] mtm\ 1 4 5 

3 - [3 - [4 - [ ( (3S) -3-eny>^;l/) * 

:7x~;i/] ^ntvn - 5 -*<>Vy ^>#;t^ 50 
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1 H-NMR(DMSO-d 6 )5':2, 10 (4 H, 
m) , 2. 70 (4H, m), 3. 30 (4H), 5. 

07 ( 1 H, br), 6. 90 (2H, d), 7. 15 
(2H, d) , 7. 79 (2H, s ) . 8. 00 (1 

H, s ) . 8. 2 3 (1H, s ) , 9. 2 0-9. 8 0 
(6 H, b r ) 

[0311] mmm 1 4 6 

2- [ [4- [ tf+f] 
@{* 

1 H - NMR (DMSO-d 6 ) 5: 1. 70-2. 20 
(2H, m) , 2. 70-3. 30 (4H, m) , 4. 
14 (2H, s), 4, 60-4. 80 ( 1 H, m), 

6. 79 (1H, s ) . 6. 97 (2H, d, J = 9. 
0Hz), 7. 26 (2H, d, J = 9. 0Hz), 

7. 7 4 ( 2H S s ) , 8. 1 3 ( 1 H, s ) , 9. 3 
0 (2H, br), 9. 44(2 H, br), 9. 00 
-9. 60 (2 H, br) 

[0312] mtm 1 4 7 

2- [2- [4- [ ( (3S) - 1 -Tb^;b- 3 -tf 

ny^jv) 3 b pu^ts? *~>i>] 

ji/] -5 — ^gffi 

mp 175-176 °C 

1 H - NMR (DMSO-d 5 ) 5: 1. 80-2. 20 
(5H, m) , 2. 70-3. 80 (8H, m) , 4. 
88 (1H, br), 6, 60 (1H, d, J = 8. 3 
Hz), 6. 77 (1H, s ) , 6. 82 ( 1 H, d, 
J = 8 , 3Hz), 7. 72 ( 1 H, d, J =8. 1H 
z ) , 7 . 80 ( 1 H, d, J = 8. 1Hz), 8. 0 

8 (1H, s ) , 8. 90-8. 98 ( 1 H) , 9. 2 
3 (2H, br), 9. 40 (2H, br) 

[0313] mmm 1 4 8 

2- [2- [4- [ [4- (N-Tb^) 7^^^ 

Htt 

1 H - NMR (DMSO-d 5 ) 5 : 0, 70-2. 00 
(10H, m) , 1. 83 (3 H, s ) , 2. 75- 
3.20 (6H, m), 3, 70 (2H, d, J =5. 
7Hz), 6. 64 (1H, s ) , 6. 77 (2H, 
d, J = 8, 8Hz), 7. 15 (2H, d, J=8. 
8Hz), 7. 65-7. 68 ( 3 H) , 8. 04(1 
H, s ) , 9. 0 0 (2H, b r ) , 9. 3 1 (2H, 
b r ) 

[0314] mnm 1 4 9 

2-[2-[4-[((3S)-l - ft)l> A A 5 F -Y ;U 
-3-t'ny^;W :7x~j!/] x -5- 
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a ) 1 1 4 tmmjimtmK 2 - 1 2 - 1 4 

- [ ( (3S) - l- tret-^'h *Zstf)l# x;b - 
3 - t f O V >>x;l/) =FV] ^ :cx;l/] x^;b] - 5 - 

1 H — NMR (CDC 1 3 ) 8 : 1. 66 (9H, s) , 
3. 04 (4H, s) 3. 3 0 - 3. 7 0 (4H f b 
r ) , A, 8 5(1 H) , 6, 40(1 H, s ) , 6. 
80 (2H, d) , 7 . 12 ( 2 H, d) , 7. 5 2 

( 2 H, s ) , 7. 82 (1H, s) 10 
b ) aJST?f#fc 2-[2-[4-[((3S)-l-t 
e r t -?V*rUJj)l#^)l<- 3 -WVy^) tf + 
*✓] :7^x;t/] x^;H -5-<>V'77>^l/^F 
yjH. 6 6 fir*IB»ffll 4 0ira«€>*j*KJ:fJjl5 
ffl, ffiSL2- [2 - [4 - [ ( (3S) - 3-t'ny 
rf^] -?^x;b] x^;b] - 5 -^>V^ 
>#;l^^:>5 >>> ^t&^teS 0 0mg?:flt 
1 H - NMR (DMSO-d 6 ) 5: 1. 90-2, 30 

(2H, m) , 3. 06 (4H, b r ) , 3. 00- 

3. 80 (4H t br), 5. 08 (1H, br), 20 
6. 7 3 ( 1 H, s ) , 6 . 8 8 (2 H, d ) , 7. 1 

9 (2H, d), 7. 74 (2H, s) ( 8, 11 (1 
H, s), 9, 26 (2H, br), 9, 47 (2H, 
b r ) 

c ) b m^ntc 2 [2 [4 [ ( ( 3 S ) -t'n'J 
V>~)1>) y^^Jl] -5-^>V'^^ 

>#;W?+1^y> rMSmi. 0***1 5m IK 

&mm&pH8%Mt$T&£5tcm^ls%;&h, v *x;b 

y#W3#-I- ttBJttl. 8 3g^SP^. 30 

ft, m$T$t20frm$L, ^srrsi£**pH2. o 

t"x;^>-ff>M^f* : ^>ff^t>HP-2 0 ) tCT 
ill, Hf*©t«Ifb&*JO. 7 6g^/c 0 
1 H NMR (DMSO-d 6 ) 8 : 1. 80-2. 60 
(2 H, m) , 3. 0 8 (4H, b r ) , 3. 2 0- 

4, 00 (4H, br), 5. 14 (1H, br) , 

6. 80(1H, s>,6. 92(2H, d),7. 2 40 
5 (2H, d) , 7. 76 (1H, d), 7. 86 (1 
H. d) . 8. 2 1 ( 1 H. s ) . 8. 4 0 ( 1 H. b 
r ) , 9. 08 ( 1 H, br), 9. 18 ( 2 H, b 
r ) , 9. 57 (3H, br) 

[0315] mmm 1 5 0 

2 - [ 2 - [3 - t Fn^V- 4 - [ ( (3 S) - 3 - 
tn?^) t^ri/] y^~)l] x^;b] -5-*^> 

2 - [2 - [4 - [ ( (3 S) - 1 - T^-r^l- 3 - bf 

ny^) ^ + -3 - t h w n+^7x^;v] x^ 50 
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0 g £ 6 3 0ml CCjgtf 0 , 4 Htfe! AflKtiKft U 

^lSK#»J (X5^U>->>t*x;i^>if>a^* : #V 
f-{t>HP-20) CD^A^UV b ^ -fcfj 

t) »H<fc-&ft 3 2 0 m g £f#fc Q 
Bf* 

1 H - NMR (DMSO-d 5 ) 5: 1. 90-2. 20 
(2H, m) , 2, 70-3. 50 (8H, m) s 5, 

08 (1H, br), 6. 66 (1H, dd, J = 9. 

0 and 1. 8Hz) , 6. 80 (2H, s) , 
6. 94 (1H, s) t 7. 76 (2H, s ) , 8. 1 

2 (1H, s ) , 9, 2 6 (2 H, br), 9. 44 
(2H, br), 9. 74 (2H, br) 

mmrn 1 5 o t \$m<DjT&te<i: d mmm 1 5 1 <oit&m 

[0316] HSfe^J 1 5 1 

2- [2- [4- [ (4-75^^^>^P^> 
Jl/) Jh*U] ^^x;b] x^;b] -5--OV^7^> 

1 H - NMR (DMSO-d & )£:0, 80-2. 00 
(10H, m), 2. 90-3. 20 (4H, m), 

3. 73 (4H, m) , 6, 72 (1H, s ) , 6. 7 

9 (2H, d, J = 8 . 5 Hz ) s 7. 14 (2 H, 

d, J = 8. 5Hz) , 7. 73 (2H S s ) , 8. 0 
7 (3H, br), 9. 18 (2 H, br), 9. 38 
(2 H, b r ) 

[0317] mmm 1 5 2 

[2- [2- (5-T = ^^-2 -^>V'7 7^Jl/) x 

- 5- [ ( (3S) -3 -t'UV^l/) ^ 
*✓] ^^x;i/] tf+^gffll ^S@t±£ 

[5 - [ ( (3 S) -1-tert h x 
;l/-3-fc*ny>>x;i<0 - 2- [2 - (5--> 

T y - 2 ^x;l/) x^;l/] :7*x;l/] :t3^> 

KM ^^XfiH. 6 g^i^y-JV 1 0 Om 1 

isi$iiBtt«0fc o b«*9*u f#^n 
w«^^^^2 0muc«u aurFsaje 
/KKft^ h y>A*««tfiNarrL/ 1 o^mmnvtc 0 
sssfficmti* h y «?A*ttm s ^o^a 

(200ml, 100ml, 1 0 Om 1 ) TlfitUl, ^ 

MSl«Mx^y^5 0mHCi§t?U *ft 
m-'JAl. og^te^e^T^^r^i 2% 
MtSx^/wbi§i2 0 0ml ^Jjnit9 6 0« 
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mvmm l m mm<o-y ~> t> u 9 > tc#sK£ an*, r we * 

1 H - NMR (DMSO-dJ S : 1. 96-2. 32 
(2H, b r) . 2. 80-3. 60 (8H, b r) , 

4. 75 ( 2 H, s), 5. 10 (1H, b r ) , 6. 
48 (1H, d t J = 8. 8Hz), 6. 51 ( 1 H, 
s) , 6. 7 6 ( 1 H. s ) , 7, 5 4 ( 1 H, d, J 
-8. 8Hz) , 7. 74 (2H, s) , 8. 10(1 
H, s) . 9. 27 (2H, br), 9. 4 2 (2H, 10 » 
br), 9. 00-10. 20 ( 2 H, br) 

[0318] mum 1 5 3 

[2- [2- (5-7^> ; ^-2-<>y77^;W x 
^] - 5- [ ( (3S) + 

[2- [2- (5-7^^^-2-0^77^^) x 

- 5- [ ( (3S) -3-tn»j^) tf=F 
V] :7.x— Jb] X^rtsfflm ^SISO, 65g^x^? 
y^5 0mHCi§fil, 7X^T±Sib^^^;bO. 2 m 

SO. 65 g#f#fc e 
1 H - NMR (DMSO-d 6 ) 
t ) , 2. 11 (2 H s b r ) 
r > , 4. 20 (2H S q ) , 

5. 08 (1H, br), 6. 53 (2H, s ) , 6. * 
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7 5 ( 1 H, s ) , 7. 1 0 ( 1 H, d) , 7. 7 2 
(2 H, s ) , 8. 07 ( 1 H, s ) , 9. 18 (2 
H) , 9. 38 (2H) , 9. 6 6 (2H, b r ) 



mmm 1 5 3 tm^^mtm^muw 1 5 4©ft^» 
[0319] mmm 1 5 4 

[2- [2- (5-T^y^-2 -^>7 7 7^) X 
- 5- [ ( (3S) -3-t"py*>-;l/) 



*H NMR (DMSO-dJ 5 
1 . 5 0 (4 H, m) , 2 . 
3. 0 0 -3. 4 0 (8H, 
4. 8 7 (2H, s ) , 
5 4 (2 H, s ) , 6 . 

d ) , 7. 7 4 (2 H, 
9. 2 5 (2H), 9, 
7 7 (2H, b r ) 



t ) , 
, 6, 
. 10 (1H, 
(1H, s) , 



0. 8 5 (3 H, 
0 9 (2 H s b 
m) , 4. 13(2 
5. 0 8 (1H, 
7 6 ( 1 H, s ) , 
s ) , 8. 
4 0(2 



0 



S : 1 . 2 0 (3 H, 
, 3. 3 0 (4H, b 
4. 8 4 (2 H, s ) 
53 (2H, s ) , 6 



t ) 
r ) 
H, 
s) 
7. 
9 

H) , 9 

mm i 

684<D— smk, SM**n*r 2 5 °cr 1 0#HB 

[0 3 2 0] 

[^13 



^b 



DABE 

^mm 5 2 <oflsAW 

8 5 GHt^ft 
SIM 1 1 8 £Hbi^% 
^*fe#J 1 2 9 ©ft^tj 
^SfiffiJ 1 3 3 <Dit&m 



5 m g / 1 m 1 Bl "F 

4 5 0 m g / 1 m 1 Bl± 
6 0 0 m g / 1 m ] &L± 

5 0 0mg/lmlK± 

2 0 0mg/lmlfil_h 
4 5 0 m g / 1 m 1 J3l± 
iOOmg/lmlHh 
450m&/lmlH h 

3 5 0 m g / 1 m 1 JBl± 



[0321] nmm2 

jfiiSI l 0 0 m l fc^f*cDillA^7Ky§r« l o o /i l 

liti*fflftJe«! 1 0 0 & 1 £fln& 3 7 °Cr 2 ^fgb 
CDO . 0 Zt)V 1 0 0 & 1 *JPA, ^Pf 7 # (=*#B 



J^O^I^BI*-fSCC^rStt*Datt (CT 2 £Bg 

t) cft*i^«jfflftflaofB«iofc. ft* 

[0322] S»W3 
50 ffittf bbffiMESfllX W(FXa) ffiSfftflOWJE 
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m*<D%.m&m.7kmm iso^i, phs. 4 <d hj x 
o o n 1 &u 1 5 v *>i<s - 2 2 2 2 

(W— ffc¥) 1 0 0 m 1 £i&£U 3 7°CT?-f> 

ffclfiLi&fiHifrx EHF-© PH7. 4 5 © h U * -±&K«f8 
^IlAt&ffi (TBS) 20yl ^JP^. 1 5 55-55*5 < . 6 

o%mmi oodi *m%-fc(D%m.itfg.*: : $m^tc, m. 

U 6 0%M4fStt<tt«IlXi^j; DitKSDA 
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>K7^^ijy-y> (£4:71 : H— fb^) ©6mg/m 
K PH7. 4 5 © h V X -&B!*aW£3:ft&jB[ (TB 

s ) mm. i o o u. i summit 1 o o m i k 3 7 °c 

T'#a?tS© ha>b*> ( h u > t:>mrm : Hft) © 
PH7. 4 5 h 'JX-±SMflf*aftmiS (TBS) ?§ 

Iiooni ^rJp^-SEI^fig^ i'af^ (H^«Mt± 
t>o fc*#{*©±ii:it&*?§« looyi ^fiDAiiia^PEn 



fcfe©£a> h a-*iLfc. 5 0%PlWTSHf©^ 10 5 0%mmT2>m<Dtf>ffi&&$:$Lib ( I C 50 t$&t) £ 



mmmx m^\m^m 2 ic^-r . 

[0 3 2 3] M1PJ4 



[0 3 2 4] 





CT2 ( n M) 


\ r- /T1 




k Tl 
1 M 

mm 

t rv „ 


V K" V 
y c 

( n u\ 


DAB 


E 






1 . 


6 




0 . 


II Q 1; 
u lj *j 




c 
0 


mmm 


4 


8 




0 . 


3 


<) 
u 


0 . 


0 3 2 




Q n 
y . u 


mmm 


5 


0 




0 . 


1 


8 


u . 


0 1 3 


> 4 


0 0 


mmm 


5 


2 




0 . 


4 


9 


0 . 


0 4 1 


> 2 


0 0 0 


mmm 


5 


5 




3 






0 . 


3 6 




5 0 


mmm 


7 


7 




1 . 


4 


5 


0 . 


1 7 


1 


9 0 


mmm 


1 


0 


4 <d it £ m 


5 






0 . 


6 


> 6 


0 0 


mmm 


1 


1 




1 . 


1 




0 . 


.1 


3 


7 0 


mmm 


1 


1 


7 ©ib^tao 


Q . 


8 




0 . 


1 6 




2 6 


mmm 


1 


1 


8 (Dik&M 


0 . 


5 


4 


0 . 


0 4 4 




2 9 


mmm 


1 


1 


9 <zMt£ti 


0 . 


2 


3 


0 . 


Q 4 5 


1 


7 0 


mmm 


1 


2 


0 (Dit&m 


0 . 


3 




0 . 


(1 1 1 




2 . 5 


mmm 


1 


2 


9 


0 . 


6 


4 


0 . 


Q 8 6 


2 


3 0 


mmm 


1 


3 


0 ©fb^t) 


0 . 


3 


5 


0 . 


0 5 4 




6 . 8 


mmm 


1 


3 


1 <Dit^m 


2 . 


3 




0 . 


5 6 


1 


0 0 


mmm 


1 


3 




0 . 


3 




0 . 


0 1 8 


2 


5 0 



[0 3 2 5] H2K7Kr£*£<^3f^Q6ftT!,>fcDAB 

[0326] um.m5 



mmrco'y a x z^m? > v k«s 1 k g m <o 1 0 m 
*#fn mmtmft ? x?-^mm (apt 

T) ?:iffiL/c„ |3]ff JC*/ctf£©^Lfc^©APT 
50 TaELayFP^iL/c. 
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~)V(da p t t (Dtt^mM.mmmi^m<Dmm iifc. * [0327] 

mMtei t^©*IP&^r©RjM»@rr^£« 3 ictt, [Wk3 ] 
To * 



4b 




Ifctt&^Hf APTT/ 3 


V h a — 


APTT 




0 . 5 B#fS 


1 HSfffl 


2 H#HS 


! 4NPJH 


( 1 0 


5 2 ©ib^to 

0 mg/ kg) 


1. 63 


1. 52 


1. 48 


1. 28 


( 1 0 


5 5 vfc&m 

0 fflg/kg) 


1. 46 


1. 42 


1. 41 


1. 18 


Hi 

( 1 0 


7 0 aMb^W 
0 me/ kg) 


1. 40 


1. 28 


1. 2] 


1. 09 


mmm 

( 1 0 


1 0 4 <Dit&m 

0 tng/kg) 


1. 24 


1. 22 


1. 17 


1. 14 


CfT -Ivf 1X11 

mmm 
( 1 0 


1 1 8 fcMb^to 
0 nig/ kg) 


1. 68 


1. 64 


1. 57 


1. 42 


( 1 Q 


1 2 0 ©lb£to 

0 rag/ kg) 


4. 07 


3. 96 


3. 37 


2. 19 


mmm 
( 1 0 


1 3 0 «Mt £ ft 
0 mg/ kg) 


2. 69 


3. 60 


2. 41 


1. 66 


mmm 
( 1 0 


1 3 3(Qlb-Sto 
0 rag/ kg) 


2. 12 


2. 18 


1. 69 


1. 39 



[ 0 3 2 8 ] m 3 icmfc t < zzmat&wvmn&i* 

[0329] umme 

bmnmm&s-nmm 30 

2©ffc£$j2 0 0 0mg/kg£^§7ktCF§f§?U ^0 
«PK# L T 1 4 0 (WHS? L fc £ C 6 JECKttg? 3h& 
#>ofc„ 



>K [0 3 3 0] fiS;i$1?(7 
9» HlPM«t2«imt§ 

^f*5iMfl$©S Dft? v Y 5 Etc, lE3flt*8 0 
0mg/kgfc^1g7ktCj§fS?U IB 10. 10HBS 

[0 3 3 1] 



& £ to 




36 CR 


mmm 2 1 gh^* 


5 


0 


^JB® 2 8 <ZMb£W 


5 


0 


H«s#o 5 2 ®^b^to 


5 


0 


mmm 7 8 ©^to 


5 


0 1 


USE^I 1 0 3 ©l"t£to 


5 


0 



[0332] umms 

'J 1?" — 5 1 [Thrombosis Research, 



54, 399-410, 1989] (D^ffiCD^JJC <£ 0 
-mt&^-j RCigPf^l-. 1 5^ftiCJ^S**L/c 0 C 
50 ^IKL, ai6S«%ifcOfc->t>l (M2 1 c 
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m<D^V^^U>^^-y p {fc fcT*5#. ?fg5/3m 
m) ISO, 1 7mm, 0 cm^iagl* 

{tt^3^ £ftllmm} ^3mm(D>"j3>^^- 
»K*<E:»)ft:U titftilOmltfti*^ IPO* 



#M?5 - 2 0 8 9 4 6 
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Zf fr*XbV— (Journal 

of Biological Chemistry, 1 
93, 26 5 -275, 1 9 5 1 ) CD^ffi&C J: 0 Sgii U 
fc 0 ^f*CD^t>0tC»S7KcD^^S^Lfci^CDA^S 
> h p^;KDffi£ U ^(*@^(Djfilte?FMfW» 
£rlt5&C^Lfc 0 

[0 3 3 3 ] 

[*5] 













( mg/ kg) 


( A g ) 


(%) 






890± 102 




5 2 <D4b&<®} 


10 


585± 85 + 


34 




30 


356+ 51* 


60 



mean± S. B. (n=6) 

* P<0, 05 (*fn V h ^ —Ar\ 



C5i)mt.ci. 5 friHMimn fi e^a^fi^ 

A 6 1 K 31/215 8413- 4C 

31/23 5 8413- 4C 

31/40 ACB 7252- 4C 

31/445 7252- 4C 

C O 7 C 32 3/31 7419- 4H 

32 3/32 7419- 4H 

C O 7 D 207/12 7019- 4C 

211/46 9165- 4C 
307/84 
333/68 

403/12 2 0 7 8829- 4C 
2 0 9 8829- 4C 

405/12 8829- 4C 

409/12 8829 - 4C 

417/12 9051- 4C 



- 2 0 8 9 4 6 

i&mmsn mnmm 1 7 2 cwwek j: s»je©»« 

[»ff B ] ¥JSR 11¥( 1 9 9 9 ) 6^290 

[&W»#3 »5-2 0 8 9 4 6 

¥f£5¥ ( 1 9 9 3 ) 8^200 
&M«W&*5— 2 0 9 0 
[ttM##J WBPP4 — 2 9 2 8 9 2 

C07C 257/18 
A61K 31/155 

31/165 

31/19 

31/195 

31/215 

31/2 35 

31/40 ACB 
31/445 
C07C 323/31 
323/32 
C07D 207/12 
211/46 
307/84 
333/68 

403/12 207 
209 

405/12 
409/12 
417/12 

[F I ] 

C07C 2 57/18 
A61K 31/155 

31/165 

31/19 

31/195 

31/215 

31/2 35 

31/40 ACB 

31/445 
C07C 323/31 
323/32 
C07D 207/12 



-m 1- 



211/46 
307/84 
333/68 

403/12 207 
209 

405/12 
409/12 
417/12 



[SKEWS 3 

inmmi ] hrsc ( i ) 

Utl 3 




(1) 



C5X^ R 1 (S^atJOR^XBfilRT^n+^a*^^, 
R 2 B**J6H\ (MftT^+^S, ffi^T^^v*. 

U R 3 B7jc*JgW\ T-fl/n*^^!/ 

)i> r )]/ jv ^>SX » r Ji/ n * 
*;l//K-;l/T^3*^a*^0, R 4 B**]!^ *K 
3, <S«r^*Jl^lXtt<Bttr^a*^K*^L/, nB 
0 — 4<Dtfc£^U AB1 — 2ffl60t Ftf + S-'TJH 1 

XB*ft^ SHRIKE BlStJR^-Xtt*^*-^**^ 
U YBMJfcS*Wl/Tt>T <fcl>»filfc L < B^ttffl 

© 5 - 6 h<d«krs*«> l < B««Kft*«», mm 

[ffc2 3 




-m 2- 



[»#J!2 ] 
[ft3] 




;k F-Ok T^*^-Y5 F-Ok ^>X-Y 

sH;K 27Jt/sK^Jk r;i^^#^-;k 

jl/^Jk ^ ^ /S^7i^^^^W^;W = 

cd 5 - 6 S(D«*SKS;afc L < BIftKRfbtcaiai ; XB 

yg|^KCfM&T;l/^k t°n'J^;K fc*^i?Jk 
#;l//^e^;k ^&L< B^T^+il^W^^k 
ftt7i^^^;k WAY^ 7i^/^ F 

-Ok -<>x-f ^ Y 4 )\/ik.xiT)\/^*c^ft)\'^^-)\s&& 
y T ;l> * ;l/S * CD r * & f »*J3! 1 X B 2 IBtgcD^ 
[ if^tii 4 ] ISWXB^ISWcd 5-6 MSgcD«*RS: 

^pjR^iur i^2ffl©aaRja^-XBiWfjR 

[I»#3I5] 2- [4- [ (l-7^h^F^^- 
3 - yy^Jl/) - 3- (7-T 

[|f5}cXS6] (+)-2-[4-[((3S)-l- 
Ti? h -Y 5 F4)\s- 3 -fcTP y^/10 
Jl/] -3- (7-75^/-2-t7^F) 7°nb't> 



#HPF 5-208946 



[IftgQB 7 ] (2S)-2-[4-[((3S)-l 
-T-fe h A 3 Y4i\>- 3 - t'D y^-Jl/) ^ + 7 x 
— ;H - 3- ( 7 -T 3 5^- 2 -i-y^Jl) 

CI»*JH8 3 (2S)-2-[4-[((3S)-l 
-T-teh^S K-Ol-- 3 - b*P <JZs~)l) 7* 
- 3- (7-75y^-2-t7^) ^Qft 

[1**119] (2R) -2- [4- [ ( (3R) - 1 

-r-feh-f s K-oi"- 3 -b*a yyi*) r-f-^v-] 7* 

~;l<] - 3- (7-75^/-2-t7?*) ^DW 

[ If*"! 10] 2 - [4 - [ ( 1 - T-fe h A 3 K -Y ^ 
-2 - bP Ui^-JU) ^ h+5>] -3 - (5 

-T^y^^y [ b ] 2 - -OlO 7'Cfc^> 

[fit*«ll] ( + ) -2- [4- [ ( (2S) -1 
-T-fe h A 3 K-OU- 2 - b*P U J^—Jl/) ^ b + V] V 
i-Jl/] 3 (5-7iy/<>V'[b] Tx> - 2 
:/Pb:*>g?X&;l 

[I»*lf!l2] 2- [4- [ (l-T-fet-fS VAfr 
-4-f^ij*?^jU) - 3- (7- 

7^^-2-t7f^) TPb4">^X«^CD^ 

[»*I13] (+) -2- [4- [ ( 1 -Tfeh-Y 
= K-OU-4-b"^yi>~;[/) tf + v'] - 3 * 



©i&„ 

[ft*»14] 3 - (7 -75^-2 -i-y^-Jl) 
-2 - [4 - [ ( ( 3 S ) -3-fP'J tf^ 

[lt*3B15] ( + ) - 3- 

- 2- [4- [ ( (3S) - 3- (foi;^ 

[i*!16] ( + ) - 2- [4- [ ( (3S) -1 
-T-fe h A 3 K W^U- 3 - b'P y >>-;l>) tf+i-O 7 x 
-;H -3- (7-7?y^-2-t7?;M 

[in&s i 7 ] it*3i i~i6 ©(,>-rn#> i iisetg© 

[ft*JS 1 8 ] flffigS. Iwlfttt. Rtg, -jlffiH* 

famt (t i a) . -c^ffl*. mmm, 
mmm. ><-5?*hh. asas»iRjfiL&ffi. im&HuMfrt 

& gswe^jCSttM^iSii ( p t c a ) & l < urn 
&mmm^.mmm.mmmmm (ptcr) ©Mtbm 

arm ■ mm?*>zn&m. 1 7 i2«o?i» • teim 



[f^ffiiE*] 

HIBiBJ 1 0 ^ 8 13 2 0 H 
[*K»iE l ] 



R2 R3 




t 1 ) 



r 2 {X7kmm.j-, ffii7J^jii, ffi^T^^^^a, 

L ; R 3 UyYMW^. tj)V^ly)Vm. TfV^isiJfr 

-m 3- 



;l/T ;u ^ JUS , *JWti/7A3t VSX « T JU 3 + ^> 
^^^jUTJU^ + v-K^^U ; R 4 tt7K*J^T-, *K 
S. ^TJl'+Jl/aXBffiMTJl/a+^a^^L ; nti 
0—4©ift^U ; Attl ~~2fl©b FP^S-TA^ 
;k ^JU^+v-Jl/, TJUn^^Jl^—Jk *JU^>' 
TJU+Ji-fe L < ttT^a + ^A^-^T^^^ 
^Lti^ ii^i^mmi -4©t;l-+u>S^t^l ; 

o ; Yit l£«T;u+;k i&mr^y A Jk 

^L-< tt^ ; T-'l'^JU^;l'7S^:^;V/ > ^;UA-Y 
3 F-Ok A A)l, OXVi FYJk * 

;U#+^^, TJl'3 + ^^Jl'^^-^, ^;U^^>-T;U+ 
Jl/, T>V^r)V-f})V^=.)\yT)^)^. 7 5^7J^Jl, T 
Wy-/;17^, T.'l'*.-' ^JUTS JT)\/*r)\j, AX 

smfTfr^^fth-tf-frA 3 ^a^6®«ties^ 
ffiSTJi'^Ji', bpys^Jk t'^-^k *;w^^e^ 

*y i> b< \-XVT)^)Vi])^^A)V, fiSTil* 
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Cib2] 




jKt 5 y>s^ftxt«os. 

Hfc3] 




r^stiSi*, -<>y:7^~;k ^>XV3#V'J 
&<£fli*Jl l iB*B©3H$Bs7 5 s>>§|3*ft:x 

[ 3 ] maxittmuo 5-6 mmoimmm^ 
tt-gts&ov&zmim i x«2iets©^#^r 5 y 

[91*114] 2- [4- [ 

* + - 3- (7-T 

[W*3B5] (+)-2-[4-[((3S)-l- 
T-fe h-Y 3 F-OV-3 -tnyyiJl/) 

;H - 3- (7 — T 5 ZsS — 2 — ^"7 

[»JJSB6J (2S)-2-[4-[((3S)-l 
-T-fe h W 3 3 - fP i)*J~A>) 7 x 

-=-;H - 3- (7-75^^-2-^7^) 7'Ott 
>g?X»-e©±&o 

[»*3S7] (2S)-2-[4-[((3S)-l 
-T-fe h -Y 3 F -Y 3 - fO i)*J~A>) j-^is] 7 x 
-;H - 3- (7-75v ! >'-2-t7^) ^Ob't 



[ft*^8] (2R) -2- [4- [ ( (3R) - 1 

-T-feh-f s h--f;i--3-b-[i';y-^) ^v 1 ] 7* 

-3 - (7-75yv-2-t^fJl-) 7aft 

[ft$£9] 2- [4- [ ( 1 -T-feh-r 3 F 

2 - tt'U 'J y~;l>) ^ h + ->] 7i-jH - 3 - (5 - 
7 5i?>"<W[b] 2 ->f;P) 7'af*>| 
Xtt-^©iS= 

[ItS&SlO] ( + )-2-[4-[((2S)-l 
-T-fe h -Y 3 F-Y;U- 2 - fcfP Vi?~Jl>) A h^>] 7 
x-=-;H -3 - (5 - 7 3yy<>7 [b ] ^i>-2 

2- [4- [ ( 1 -T-fe h-Ts F-f;U 
-4 -fc^y^^JU) 7x^;H -3 - (7- 

7^7-2-t7W) T'nt'^^KXi^oS. 
[it$812] ( + ) -2- [4- [ (1-7-feh-f 

3 Jb) ^- + i>] 7cc-JH -3 
- (7-Ti^/-2-t7fJb) ^aft^lXiJf 

©i& 0 

[If*iai3] 3 - (7-75^-2-^7^) 

-2 - [4 - [ ( ( 3 s ) -3-fay t?~;k ^+ 

[S«9U] ( + ) - 3- (7-75^^-2-^ 
-2 - [4- [ ( (3S) - 3- (fO'J^- 

»■€•©«,, 

[|»«3H15] ( + ) -2- [4- [ ( (3S) -1 
-T-fe h -Y 3 F-Oi-- 3 - fP ys>-;i/) 7 x 

-;H - 3- (7-7 5y7-2-t7?;P) 7nt^ 

[ft*II 1 6 ] lt*II 1 ~ 1 5 <JX>-rft*> 1 iBIBffe© 

mmu 7] Mas, iBjte. Kg& — ittttiadi 
jh«ft (t i a) . ^jffiffis. ^asestoffi. 
jh«& /<-5?*hh. anaJwiRjfe^ffi. iaaejiiiws 

j& m&mmm^Mmm^mm (ptca) & v < \m 
ssmsaamtmamsm <ptcr) commmm 
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